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(57) Abstract: A novel biphenyl compound having GPR14 antagonism. It is a compound represented by the formula (I) or a salt 
thereof, wherein R 1 represents hydrogen, etc.; X represents 1 to 12 spacers; A represents amino, etc.; R 2 and R 3 each represents a 
hydrocarbon group, etc.; and rings B and C each represents an optionally further substituted benzene ring. 
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m m * 

5 S^f^MF 

Kir !J ^ ; lr^?)^±tHl§i&Ll 5 TOM Sr^rr* ^ t iSSW^ftoT 
6T?fc5C£:kl?l?bMCfco-Cl>5 [Nature, 401^ 282K (1999^)3 „ 

y w&fcTMffiMfr h mamfe £ tifc 1 a m <o r ? j m& & a» & * a k 

(SST-14) T'fcSo m&«2 8j@<DT^$^£>ft5yv h**^y (SST-28) 

fc¥lti^££)h/rv^ 0 icoy^h^^^y«, ¥«*T»*JtT*^<, fjx. 

f**w, m «m ea#gffi, m^^ttjg. 

mbWM'tZo y^M^fyo^am sinusal 

(SSTRU SSTR2, SSTR3, SSTR4, SSTR5) tfftbtlXtS > W&h^fcofclS 

25 m&^£.fcfl^«>bft-cv^ 0 

[1. 9>f 7fvf:n^;* (Life Science), H 5 7^ 13^ 1 24 91 (l 
9 9 5¥) 

2. Journal of Clinical Endocrinology and Metabolism, Vol. 80, No. 6, 
pp. 1789-1793 
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3. The New England Journal of Medicine, Jan. 25, 1996 

4. Eur. J. Clin. Pharmacol., 1996, 51, 139-144 

5. Exp. Opin. Ther. Patents (1998) 8 (7): 855-870 ] 

T, Life Science, 31, 1133-1140 (1982), Nature, 292, 55-58 (1981) t£if\Z. 

w®L<D\k%m&m-fbfa. ^^mih^tLxn, M2000-191615, # 

M2000-191648, #W2000-226373, #§mi-209356& if \Z.tE,^<Dit^Wmf 
<&m t LT#F*l2000-226373& if ^moit^mWif bMo 

\f7^-MY&mt vx\$, mx.\$s «t#W¥6- 1 0 7 6 a 9^5 -h 

^»10ttt, 4' - ( ( (/• h^>T±^) *^/l<T$;) *?-flA - 
N- C4-^h^^-3- U-^fvV- 1 -\?^-yy~;V) 7i=/H -2' 
[1, 1' -\?7x.=-M -4-^//V^^f-5 K^^|a^$tLT 

#3SKwu GPR14 ^f^ffl*fetty^b^^f-ys^^iiWtt^ffl*^rt-5 

m%L^7 *~^tc\tt<Di& ; Mtf£GPR14 HffiftMBfc&^T, 1) 

*&m&$tis gpr 1 4^m*itKyvYxfi7>&mmmmft% 
%tt%ik&m\z<>*fflfflmi,tztem, (i) «*;h,Ms***fctt 
z^m. (&tf. (i) tft-rzzk&toz) *K I^gpri 4$mft 
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(1) 5S (I) 
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^x^xh^-B^mmmmm^u r 2 nm^^x^x-h^mtTk^m 

^tam^nx^xh^T^ym^u r 3 («&£;Ti/cv^>bJ;v^Mb 



R.U. 
i '. 




dr^T-fe^/V) ^f-;VT^y] P<5vV] -N- [4-^h^v'-3- (4-^ 
^- 1 -fcX7^;V) 7i=/V] -2' -P^/V- [1, 1' - If^n/V) 
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(2) 5S (I) 



0 




*^fc*ri^S]J£?-©Slb&s l ~ 8 Srq%U R 1 *5 J:tf XfiHte'L 

/V) ^^/VT5:/] tT-M -N- [4-^h^^-3- 

^y^/V) 7i=/^ -2' -*^yU- [1, 1' -f7x=/l/] -4-#/W 
(3) * (I) 



0 




Kt, r 1 n7kmm**tcnm&£tix^xh£^fflk&m&*7F:u xtm 
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IB (2) iB*c£><fb£^ ; 
5 (4) R 1 ^ (1) tK^M^ (2) (lO^o^JgC^ (20- (3') i/T 

A (4')*^y, (5')*^ (605^~A\ (70 C, _ 4 T (80 T 

(«*;c, _ 4 tvv^vvt^a (100 ^c, _ 4 T/w^T ^ A 
(no x h7t Kntrp— /w, ^7^, ^^/v 

t'P— /K /K 2-^y-l-trnJJ^n/K 2-^y-l-t°^ 

io u ^/^biajis 5~6ioi:ptr (120:7^=71— c x _ 4 r/v* 

/K (130C 3 _ 7 5/^D7^ (140*/^>^/K (150 Cj _ 4 TVl/a* 
v'-^/V/j^K (160 C 7 _' ! o 77/V^t^^-*/^=/K (170 
•=E-f/K (180^/0, _ 4 T/^V^W^^VK (190 _ 4 TVi^/V^ 
/W<*>f/K (200/M^yv^^fc(ic 1 _ 4 T^a^S/^ttftSaVCV^fc 

15 Ji^c, _ 4 T/^/K (2l0^py^H- : ?-*fc(iC 1 _ 4 Tfr=i*is-vmmiS 
t^TV^rt)«}:V^C 1 _ 4 T/W=idr^ (220 C x _ 4 7fr*cVW**Z/, (230 
JjVl/§/K (240 C 2 _ 4 TVKfcA-lVK (250 C x _ 4 TVl'dr/l^/VTjwK 
(260 C, _ 4 7/W^;l/7>f^K (270^/^7*^^ (280*/ C, _ 4 
TM^^r^/K (290 v^C, _ 4 T;V : ¥/^7V7 7 ; E-1 > /K (300 C 6 

20 . 1 4 7!)-/V Cr.OC 6 _ j 4 TV-M*. (l'O^pyy, (2")=hn, (3'0 
*>TA (4") 7mm, (5")^-/K (60CJ _ 4 (7»)75/, 
(8'0^/C, _ 4 7VI"**T3A (9")i?C 1 _ 4 TV^A-TSA (lO'Oxh 
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, _ 4 T/V^K (12") C 3 _ 7 i/^nr W, (lS-J^A^t^^/Hi, (14") 
C a _ 4 T/U=idr^-^/U^-;K (15") C 7 _ , 0 
5 -/K (16")*/W^^yK (lH^eyC, . 4 TA^/I'*^^^ (18") 

Cj _ 4 T/^/l'tf/W^^/K ftg^n^JR^SfcfJC, _ 4 77l/=«*'> 
^ifeSjh/rvvcfcJ^C! _ 4 T/v^/K (20")^p^v^*fc»ic 1 _ 4 

T/l'^VT'g^tlT^T'&.fcV^ _ 4 T/l^df^ (21") C x _ 4 T/>=¥ 
VW***/, (22")tfvl^/K (23") C 2 _ 4 T/^y-f/K (24") C, _ 4 7 
10 )\>5r>V7,)Vfo^->V s (25")C 1 _ 4 T/V^^/Wyw'^K (26") 7/1/77 /K 

(27")^-/ C x _ 4 7/V^/^/V77 ; e^/K (28")^C 1 _ 4 T JV*;VX;l<7 y 
*>f/K (29") 5~6MO^«^«*#^^31«4a5*«^fim$^ 

folS^ 1 ^V^L 3 < £ 1 j@"£tf 5 ~ 8 M^^W^IS^^S^ tc fitS 

15 fPt ) U<{i^?RW^««« [r^b<D^^li(l")^P^^, (2") 

~hn, (3")^TA (4")^y, (5")7jc^ (6")ft-/K (7") C x _ 4 T 
^/V^s (8")7S A O'O^yCi _ 4 7/^75/, (10") ^C x _ 4 
T)\<*)VT % / , (11") t 1 h 7 1 Ko t° p -/K k'^7i^^ t 0 ^ !) ^> ^-/^ 

20 T ^ / > (12") 7 C 1 _ 4 (14") C , _ 7 S/^ a T/V^r/K 

(15")#/M}^>7K (16") Cj _ 4 T/V^^iX-^yU^^/K (17") C 7 _ x 0 
T^^/^^r^-^^^K (18")^/W^^/K (19")^/ C x _ 4 7Vl"¥ 
A'TJ/W^-i'/K (20")v ? C 1 _ 4 T^^r/^/^^^/K (21") ^ n ^>Jj§(-? £ 
fcfiCi _ 4 T/^dr^T*fi&£;ftTV v r*>«fc^C , _ 4 (22")^n 

25 ^^JKT-^fcfSC! _ 4 T/l^^T'tt^tl-C^T'bJ^C , _ 4 T/^dr^ 
(23") C, _ 4 7/V^l/ymK (24") jM"S/K (25") C 2 _ 4 T fr* J 4 
/K (26") Ci _ 4 TVI^A^/nawK (27") C x _ 4 T}\s*>\>W7 4 —A4l* 

bji^sams^i-sn^ru-cv^tj^v^ (&t\ «m*Ai$^Pi&iE-r 

5) ^6>51f^ti5gm£ : lrl~3^L-CV^t ) J:VNC 1 _ ! 0 7/v3vK 
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x^x^c 2 _ 1 o t;v^=./k (5) ffimwmmAm^m&Mummzi 

~3WLT^Tt>J^C 3 _ g i/^n7/^=;K (6) tfflBgm^A^fe 
5 5i«ft5g#lS£l~3#|#LWTt)J;^C 2 _ 1 0 T/V^r^/K (7) MB 

*^A^/5^S{^^^6fimS^l~3«LT^/^T1 ) <tv^c 6 _ , 4 rj/-/K 

4 ry^-c, _ 6 t;^7k o) m&mmmAm^mti 1 

~3«LT^T<bJ;v^c 6 _ x 4 r^/v-C; _ 6 r/i^/K (i o) ft 
io lBg^SAp^fe3i(m5gms^l~3MLTv^-r 1 bJ;v^^y c 6 _ , 4 r 

y -yv- C , _ 6 (ll)^-X'" -G-(Ol,) n -J [5&R X' " tec x 

_ 4 T^W^*fc«C 2 _ 4 7/^=Vy^L, Gtelj££^ -0-, -S- x - 
CO-NH-^fcfi-NH-CO-lr^L, nf* 0~3 <DS»^U Jtt(a)C 6 _ j 4 7!i 
(i©C 6 . , 4 7y-;Ki(l")^o^>, (2")^hn, (3")^77, (4") 

15 zkms> (5")^-/K (6") c x _ 4 T/v^/v^ (Dt^a (s'O^/c, 

_ 4 T>v*)VT % / , (9") x _ 4 T/^/l'T 5 / , (10") fh7kFo^o 
— /K fc'^yv^, t°-<y^y % ^-/V*y^ % ft*A^!J^ /K -f^ 

^/-/K 2-^-^y-i-f ny 2-^-^y-l-t°-<y^=./V^biltf^2)5 
~6M<DiS^TS:/ % (UVx^-C, _ 4 7A"*7K (12") C 3 _ 7 ^ n 

20 TA-^r/K (13")^7/^>v//K (14") C x _ 4 T/V^^v^-^/V^/K (15") 
C 7 _ l 0 77^^t^^-*M=;K (16")^7/W^-r/K (D^yCi 
_ 4 TA^/l^/W^^K (18") ^Cj _ 4 T7V=¥^/W^^-f/K (19") 
y^M^-*fc(*c 1 _ 4 T/v^^T-fi&^tL-o^-c^J^C! _ 4 T/i^/K 
(20")^n^>^^fc«C 1 _ 4 T/Vadrv'-eM^^tlTV^T^iV^C! _ 4 

25 7/V3^r^ (21") C x _ 4 T/V3r l^^-=^>\ (22")*/I^/K (23") C 2 _ 
4 T/l^/^/K (24") C 1 _ 4 (25") C x _ 4 T^/V* 

j^y^-jv, (2&')^/uy 7 ^4^K (27")^/ Cj^T/l^/WVl^r^-lVK 
(28'O^Cj _ 4 T^/^/^yr^/K (29") c 6 _ 14 7!)-;M-©C e 
_ j 4 7!J-;V[t <r)^P$»>\ (2'")=bn, (3'")^TA (4"')tK®^ 
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(5"')^*-/K (&")C 1 _ 4 7VV3VI^*\ (7'")T5A (8"*) ; e/C 1 _ 4 T 
fr^jVT 5 7 , (9'") $>C , _ 4 TjV*/VT 5 7 s (10"') x h 7 1 Ku fc°P — /K 
tf^7^V, t 0 «^y^y, ^/VxJnU^ ^-^V* !) fc>P— /K 

5 (12"') C 3 _ 7 ^nT/l^/K (13"')^^>^/^ (14"') C a _ 4 T/W==¥ 

(15'") C 7 _ l 0 T^/V^/V^^vz-^/V^^/K (16'") 
/<**f/K (17*")*/ Cj _ 4 T/V^/Kfc/W^/K (18"')^C 1 _ 4 7/l"¥ 
/V#/W^e^/K (l^'O^D^^^^fcfiC! _ 4 T^^rV-efigl^tLW 
TticfcV^Cj _ 4 7Vl"*7K (20"')^n-Jr^^fc^C 1 _ 4 TJV^*^X»W. 
io m^ftWCkcfcv^ _ 4 TVW^v', (21"') C x _ 4 T^l/^v 5 ^^ 
(22"')*A^;K (23"') C 2 _ 4 T/lsXyj/K (24"') C : _ 4 T^/K^/l^- 
7K (25"') C x _ 4 T)\'*r>\>7.)Vy 4 =/K (26"') X;V7r^/K (27"') ^7 C 
! _ 4 7/^/^/V77^/K (28"') J?C, _ 4 7 ^iVKjVy 

(29"') 5 ~ 6 * £>5i waxs *ms-eem $ tir v >r 

te^?ao#7f#«^gt£ Cr^bo^SS«(i'")^n^>, (2'")=ht3, 

(Dv'T;, (4"')^y, (5"')7Ki?^ (6"')^- /K (7"') C j _ 4 TVl^/U 
(8"')T5 7, O'")^^ _ 4 A (10"') '^C, _ 4 TJV* 

20 A-7 5 7, (ll'")xb7t KnbTp— /K t°^7v^ fcV<!J S?>\ ^/V* y >\ 

(12"') 7^=7^-0! _ 4 T/l^/K (13"')C 3 _ 7 v^pTVI^/K (14"') UA> 
tf^v'/K (15"') C l _ 4 7 jvzi$:*s—t} ]V$~)V S (16"') C 7 _ x 0 TtVv^t 
A*?-*, (17"')?J/W^^e^;K (18"*) ^7 0! _ 4 TVl^/VTJ/W 
25 (19"') J^Cj _ 4 T/^/^/W^^/K (20"')/NP7 i >il^^fc:fi 

C x _ 4 T/Wa^T'g&^ftTVvC'b.^C! _ 4 (21"') /n p 7*^ 

il^fc^C! _ 4 T/V3^Ttt&£*l-tV^*>.}:^C 1 _ 4 T/Vn^X 
(22"') C a _ 4 T/l^l^i^h^X (23"')tJvV5/K (24'") C 2 _ 4 TflsiJJJ 
/K (25"') C j _ 4 T/V^/V77^-/K (26"')C 1 _ 4 7 A>*;V*;V7 4 . 
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?Jd(HK^*J *t«fc*JW^ a»fe»tf ftfc^nW* 1 L 3 ffik'>ft < 1 1> l Wi 

ti5IIgtrl~3MLTV>Tt)J;H T££*b5££fcl* (12) 

s£ -r'-L-(CH2) n -M [5£t>, x"-«jg-&¥, lfflB11&£A#a»&atf*i$it^ 

!:l~3fitlWTt iV^Ci _ 4 7**lsym*7FU Ltt (a) (b) 
HufBSm»B^bM^-5SmS^l~3WLTV^t>«tV^C 6 _ I0 7!) 

3«£'>£ < 1 1> 1 fll^fr 5-8 A<0#ff«1K*flt£ 0#fftttK*flt£tt* 
Hi)IHgm*BS|^b]®«tlSSmK^l~3«bTVN-C^J;V^ , (d)-O-, 
(e)-S-, (f)-C0-NH-^fc«(g)-NH-C0-^L, nliO~3©it^U M«T ^ 

x# 

(1) -(C^) fl - (flttl-l 2©tt»Sr^-r. ) s 

(2) -(CH 2 ) gl -X 1 -(CH 2 ) g2 - '(gl*3j;t>g2«|^-^fc(W£o-CO~l 1© 
S#c£^1- 0 fiU gltg2t<DfP«0~l lT'foSo XM*NH, 0, S, S0*fc« 
S0 2 ^-T) £fcte 

(3) -(CH 2 ) hl -X 1 -(CH 2 ) h2 -X 2 -(CH 8 ) h3 - (hi, h2$5£Tmtm-*1ttt& 
feotO~l OOlifefeaH". fib, hi, h2*5J:tWi3©fPttO~l 0T&5o X 1 
fcitWHtth/WUffl, 0, S, SOSfcttSO,*^-. <IU h2tfSO<D<ht % X l *5 

A# (1) (a)(l")Any^ (2")=hn, (3»)^7/, (4")**y, (6")*IHk 
(6")^^— ;V S (7")C, _ 4 T/V3VV^*\ (8")TSA (9'0^/Cj _ 4 T)V 

tr^ys?>\ ^/v^y^ t°p— /k n> 

^b3i«tu5 5~6M^>WT^y N (12")7^^-C, _ 4 t/u^/k (13") 
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C 3 _ 7 (15") Cj _ 4 T;^^y-io;v 

(16") C 7 _ , 0 T7/l'*;l'jr*i/-Jj;i>tf-;u s (17")^/W^^/K 
(18")^/ C x _ 4 T/^/V^/W^-T/K (19") i^Ci _ 4 TAsZ/WJA"*^ 
JK (20")/NP^^M^fcfiC 1 _ 4 T^a^i^CflKft^tl/rv^TtiV^C! 
5 _ 4 T/v^K (2l")/M3y^H^*fcf*C 1 _ 4 T/v=*->-ett&£tvrv^ 
^<tV^C x _ 4 7^=3^ (22") C 1 _ 4 T/W^l^i^-driA (23")tJv1^/K 
(24") C 2 _ 4 T^/-T/K (25") C x _ 4 T^/^/V^^/K (26") C x _ 
4 T^^^^7^=/^feii«H5Sm» (^ fimSCUfclB&IB-t-S) £ 
^Sfll^LT^-C^cfcV^ _ , 0 7A^/K (b)|frfBg^£CP^6,31fm 
io 5S$*£i~3{®;#LWCk<J:^C3 _ 8 ^nr/i^/K (c)ttffE*&g 

(d)t^rfag^cl|^b3l«^S^S?rl~3«UTv^T'bJ;v^C3 _ 8 v 

? p t/^=/k (e) mmwwL&cmfr bmiftizmwiMz 1 ~ 3 «-u-o ^x 

b£^C 2 _ j 0 T/Wr=/K (f)lfJlBS^«C||^b3i{mSfimS$rl~3 
15 « LTVvtt>±^C 6 _ j 4 7y-;K (g)Ttffl3tt&Sci¥/5^tft-i5S& 
g£i~3WLWC*>J:^c 6 _ x 4 rii^v-C! _ 6 T/V^/K (h)ftff 

fB«^csl^b5l^^tl^s^S^l~3WtTv^Tt>«J;v^^c 6 _ x 4 ry 

_ 6 T^/K (i)mIlE«m^C^fe5i»5«mS^l~3W 

ltwc^vnm; c 6 _ x 4 ry-zv-Ci _ 6 t/v^/k (j)lfriBfi^c 
mm+frtbm&titc^nm* 1 ^ l 3 «^/>^ < 1 1> 1 Mrtr 5 ~ 8 a<d% 

j _ ! o T/i^/v^tf^K C 3 _ 8 V^pT;^/^/^=;k C 2 _ x 0 

C 3 _ 8 i/^P7;^=;^M=/K C 2 _ 2 0 T)V 
25 $;=.;]s$i;v$-;V, C 6 _ x 4 7 y -/l^/V-fc/K C a _ x 4 T^—fV-<Z x 

* V c e - i 4 Ty-/V-C 1 _ 6 7/V3vV#/l/tf~/K C x _ t 0 7^/v* 
;vfc^;v, C 3 _ 8 ^ nT/V^V^/VTjN^/K C 2 _ x 0 7/Wr=/V*/t'#= 
/K C 3 _ 8 ^^n7/v^=^;v*=/K C 2 _ ! o 7/i^=;v;*/v*~/K 
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C 6 . 14 7!J-/^7V*=;K C a _ j 4 TD^-Cj _ 6 TW^/V*^* 
-/K ^C 6 _ j 4 Ty-7U-C l _ 6 T/w^^/^=;^fc(*MJ c 6 _ , 

h i n-^tf 5 ~ 8 M.<n%mwmmmm* tc\tmnh u < OTf&fno^§«§?f 
^scp^bii^nsamssr i ~3 toft vx^xh m frbmntizw&m 

&l~2f@^LT^Tt>J;^T$y£fctt (2) (a)/M3^^ (b)=hn N (c) 
^7* A (d)7k$^ (e)f^—/K (f)TS:A (g)#/1^3->/K (W^ntfy 
it^hX^^XtX^^C 1 _ 4 (D^n^fl^ftWT&J^C! _ 

4 T/U3^^ % (k)C 2 _ 4 TVl^/lVK (1)C, _ 4 T/\>*/V 

(3) 1®$%., fiijiUR^^t^^jsc^^fearf 

Hfc^T p Wf- 1 ft v ^ L 3 1 L 4 ^-^"Ay-ev ^ J; V n 5 ~ 8 M<7)^#^ 
^Mii, «a? nfc § v ^f^t&fpro^^^^a^mm^ J: £ ti b (omk 

f)> bWtift Z> fctt&fc o fc 2 ~ 3 LfcSW* fe**^ 1 til Sr 

R z # (1) |t^|B*mSA||^bMtl^e^S^l~3WLTV^•r l ^>J:V^C 
! _ i o ( 2 ) tMBKfe£A$d> e>S§tf*b5«g|££ 1 ~ 3 M LT 

ivct>j^c 8 _ 8 i/^o7^;K (3) Mw,wMmAm>bm\ttiz>mmm 

Srl^3flttrv^t) £^C 2 _ j 0 T/v^=/K (4) ftlfBg&g Al^ f> 
;if£ft5S#|g£l~3{[i^LTV^ , kJ;v^3 _ 8 i/^D7;^=;K (5) 
tfflBttmSA§¥^b^ffti5Mil« ; Srl~3WbTV^t 3 J;V>C 2 _ 1 0 7VV 

(6) mmw&mAMfrt>m&tiz>m&& : £i~3mftLx^xbj:^ 

C. - , 4 7^-^ (7) IWE1ttaA#d»b»tf*L5W«Srl-3fl*U 

■cwcfej^c, _ l 4 ry-^-c, _ e r/v*/K (8) mm&&Amfr 
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7/V*/K (9) «WB|tlfeSA^fea«tlSilSy£S:l~3il^rtTV^t>J; 

v^y c 6 _ 1 4 ry-/v-c 1 _ 6 t/v^k (i o) * -x'"-g-(ch 2 )„-j 

-<K -S-, -CO-NH-* fcft-NH-CO-^^ U nttO~3©SE8fe$:*U J» 
(a)C 6 . 14 T!)^ C©C 6 _ 1 4 7y-/Hl, lfrflBHfc£B#ft>e>3ttf 
ft5g&S&l~3fi;f LT^Tt>£v>)' Sfctt(b)»*JOR^ WEJIW^J:^ 

l~3«L-rv>Tt>«J:V^ fcjj**-] , (1 1) 5* -X' ' * * -L-CCH,,),, -M 
Kt, X* ' ' * I4*S£¥, lffiaa^SAP^b®^tlS^KSrl~3^LT 

wtfc.fcv^ _ 4 7/\s*uy%7ikU Ltt(a)|frfr^, (b)c B _ , 0 7!>-^ 
d©c B _ t 0 ry-/Hi, MiB©mSB^bii«^fims^i~3« 

V>) % (d)-(K (e)-S-, (f)-C0-NH-^fc{*(g)-NH-CO-^^t s nfiO~3<D» 
tt*ltts«r*i-] -C^SnstofcH: (12) (a)tfrlBitmSCil^b^«tb5 

^WtU?.g^S^l~3WtTV^-C 1 ^)«tV^C3 _ 8 ^P7^, (c)ttT 

lBi^^c»3&^af^^^5«fta^ftl~3fl3fru■rv^•c 1 t>J:v^c a _ x 0 
=/k (d)t^^lB«msc^fe^^^tb5em^l~3«LTv^Tfc«]:v^c3 

_ 8 ^B7^=^, (e)t^Wi»C#35>feaffn*«lteS«rl~3fl*L 
WC<b£^C 2 _ x 0 T/v*=/K (f)MIBUft£c^&SrftiSWft£«r 

5*&K£l~3t!;f LWC^J^Ce _ 1 4 7y-/V-C, _ 6 TA"*>K 
(h)t&|Bem»Cp^b51«tbSgmS^l~3^LTV^tJ;V^C e _ l 

4 Ty-/^-c x _ 6 T/v^r/K (i)ittrfBS&»ci^kmm5ttmg&i~ 

3f@^L-CV^Tt>J;VNfy C 6 _ j 4 7V-^~C 1 _ 6 T/V^/K (j)IWB* 
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£xfmmm*frbmimtc^7-nm? 1 1 3 m*'pt£ < 1 1> 1 «^tr 5 ~ 8 

A'* C, _ , o TA**A'jtiA'tf~A' s C 3 _ 8 ^^a7;v^*;^^K C 2 
- x 0 7fi'tr—A'jJA'tf=-/l'* C 3 _ 8 pT;v^=-;^/^=7K C 2 _ l 

0 TWdr-zi^/v^/K C 6 _ , 4 TP-^A^s/u, c 6 _ , 4 ry-^ 

-c, _ a t/v^v^/vtH^/k i?c 6 _ x 4 ry-^-Cj _ e t^/v^/v 

tJ?=/v, FK 6 . ! 4 ry-zv-C, _ 6 T/v^/i^/v^-zK C t _ x 0 T 
)V5r)V*)Vik=.;V^ C 3 _ 8 i^nTVV^VV^WlwK C 2 _ , 0 TA'>r~A' 
T.jV'fo—JV, C 3 _ 8 '^o7^=^A'*=A', c 2 - 1 0 T/W^r^/W^/V 

c 6 _ , 4 7U^;v*=;k c 6 _ , 4 ry-^-c, _ 6 tw^t 
/v^^^/k ^c 6 _ , 4 ry-zv-c, _ 6 r/^/^/^^t.tcithV 

C 6 _ , 4 Ty— /V-C 1 _ 6 T^/^/V^^/W^^jlffiX^T^V (^©7 

(.dw&w&s mnm*&£vmmm*frtbM\*titc^nm* 1 l 3®£ 

'>fc < 1 1> 1 fa&tr 5-8 A<D%m&&M&tLltttmib L < H*flfifil©#35r 

^/u»|frlBStftSC0d»&SM^%SiUE& 1 ~ 3«LTVvCt>£V^ A^&S 

fitiSflKfe3ESrl~2Mt-CV^ 1 t>J;v^5ylE'e*>t), 

r 3 ^ (1) t^rfB*^*Ap^bii^^^^5B^feS§^l~3ffi^rLTv^T l ^)<J;v^c 

1 _ ! 0 (2) flftE1t»A#36>fe»If*lSW»«rl-3ft*-U'r 
V t> £ V > C 3 _ 8 ^ p 7Vl^/K ( 3 ) KrfB«ft£AP«» bStfftSff&X 
&l~3ftfrL-CVvCt>^C 2 _ t 0 T/V^=/K (4) ittrfEtt&S A$^ <b 
jlkm§g&g£l~3«bTV^C 1 bJ;l^C3 _ 8 i/^p7/^=/K (5) 

^r-/K (6) gre«MSA^>b»rf*t*«MJ^l~3fl*UTV>"Ct>J:V^ 
C 6 - 1 4 ^y-/K (7) !IWB«^A«^&atftl5«»KSrl~3fl^rU 

xv^-c'bJ:v^c 6 _ 1 4 ry-/v-c 1 _ 8 tvv*/k (8) tfrisem^AP^ 

fe31tftu5flKjU6S:i-3MU"CV>Tt>J:v^c e _ , 4 ry-zv-C, _ 6 
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v4yc 6 _ 14 rywv-c, _ 8 t^/k (i o) ^ -x'-'-g-cc^),,-! 

-(K -S-, -CO-NH-^fcfi-NH-CO-^L, n|iO~3©If^U J fi 

5 ( a )c 6 _ 1 4 rv-/i>m (-<^c 6 ._ , 4 ry-/vs{i N mtzwmmBmfrb 

' £ l^gtM^ Stftl/fc^^ n jg^ 1 ft V > L 3 < t & 1 fa^tf 5 ~ 8 

m%l~3m#LX^XhM Sr^-T] -e«$ft5g|;fcte (11) 
10 X""-L-(CH 2 ) n -M 

V^Tti^C! _ 4 7/Mrl^£^U L«(a)^¥. (b)C 6 _ ! 0 

(roc, _ , 0 ry^/ni, ttriH«m*BSi^b^fm-5gm»^i~3« 

15 xnJg^l^V>L3«^^< thim^t!5~8 9L<D%%wmmnm (rot 

iitr!BgmgBi^kmh3smg&i~3MLTv^cfc 

^) % (d)-O-, (e)-S-, (f)-C0-NH-^fc«(g)-NH-C0-^^L N nliO~3Wit 

{iTKms^-T] T^^tlS^-CfeSfrlS (1) ©ftoffrkft; 
20 (5) R 1 # (1) *$Hm^ (2) UO^p^JI^ (20= Fn, (3')^T 

A (40 ^.y, (50*®^ (60 'f'yt—sK (T)C 1 _ 4 T/V*;V?-Jr, (80 T 

(90^vc x _ 4 t/i^/vt? a (ioo v^Cj _ 4 t/^kt?: a 

(110^ h7t Knt"n-/K tXy^y, fc 0 ^y^>\ ^Uy, 

25 y ^^^ai«n^5~6M^^T^y, d20y^^/v-c l _ 4 

/W (130C 3 _ 7 v/^7;^/K (UO^^dr^K (150 C, _ 4 7 J^*c 
i/-%;Vtf=.;^ (160 C 7 _ ! o T9A"¥/U^S/-*A^?^ % (170 
^-f/K (180^/ C, _ 4 r/W^^/W^^/K (190 v 5 ^ _ 4 TA^/l^ 
/W^^Vk (200^n^>'iI^yc:{iC 1 _ 4 TA'^^g^ft-CVvr'k 
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X^C J _ 4 T/P^/K (2V)^^ t y^t.it\tc l _ 4 tw^^-cs^ 
fttv^CbJ^C! _ 4 7;V3^^ (22') c a _ 4 T/^i/y^^fK (23') 
/Jvl^/K (24') C 2 _ 4 7/V#SJ/K (250 C x _ 4 T/^V^/^^/K 
(260 Cj _ 4 T/^/VX/l^^/K (270^-^T^/K (280^/ C x _ 4 
5 7;V^X/V7r ; t'f/K (29')i>C 1 _ 4 T/V-^/V^/UyT^4/^ (300 C e 

_ a 4 ry-/v (ioc 6 _ , 4 ry-/Hi, (ro^ny^ (2'0~hn, 0") 

>>TA (4")*g^ (5")^-^K (OC.^T/^/W, (7")T^A 
(8'0^/C, _ 4 r^yur^y, (9'0^ f C 1 _ 4 7^/V7^y, (lO'O^h 
7tFct°a-/K f^y^^, fc^y^y, ^/i^yy, ^^e;^V>. tf 
10 <f ^^/-/V^^Wtl^ 5~6M^75 a aro^^/v-c 

, _ 4 TA»*A> S (12") C 3 _ 7 ^^n7M/K (13") tf/V^S/yVg, (14") 
c i - 4 (15") C 7 _ 1 0 77^^^'>-*/^ 

=vK (i6")#/w-^e>f/K (ir) ^ey c, _ 4 t/^/v#/w^emvk (is'Ov* 

C,_ 4 T/V^/^/W^^/K (19'0/NPy^^^itiC! _ 4 7^=*^ 

15 -ea^ti/ov-c^v^ _ 4 tvi^/k w^ny^igT-^fcteC! _ 4 

T/V^dr-^-ee^^tlTV^Tt ctV^C, _ 4 T/l'^v', (21") C 1 _ 4 T/V=5r 
U-yi^rv', (22")*/l^/K (23") C 2 _ 4 T/l^-T/K (24") C t _ 4 7 
)\>^;)\>7,;V~fo~)V, (25") C x _ 4 T/V^^^7-r^K (26") ^/V^t^-T/K 
(27")^/ C t _ 4 TA^/V^^r^-OK (28'O^C! _ 4 T;V^-;^;vy 7 
20 *r^/K (29")5~6M^«W«^^b31&S*^STS^$tl 

m h u < n^^i^ats ( b ommmmt (ro ^ * (2") 

^hP, ft'O^TA (4")^y, (5")7k^S, (6")^-/K (7")C 1 _ 4 T 
25 JV*)\>*f-ar, (8")T^ A O'O^e/C, _ 4 7/^75/, (10") S^C, _ 4 
T/Udr/KT 5 7 , (11") x h 7 1 K n t° n fcv<7 $?y % t°-< ]) *? ^-/V 

* y y, ^^/w* y y, trn — /k ^ ^ ?v—a>%> hmtfo^ 5 ~ 6 

T ^ A (12")y^^/U-C 1 _ 4 7>*/K (14") C 3 _ 7 ^^PT/Vdr/K 
(15")#/V#>y/K WOCi _ 4 T/l^3dr^-i7/^^W, (17") C 7 _ 1 0 
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r7/vW^^-*/v^-;K (18") fijW^yf /W, (19")*/ C 2 _ 4 Tfr* 
/VX/W^jjV, (20") _ 4 T/l^A-^/W^^/K terO^n^VJBC-?-* 
fcfiC, _ 4 7A'3**>^iIlfe£jh,"O v Ct>.J:v^ 1 _ 4 7/i**/k (22") 

5 (23") C, _ 4 TA&W*?***/, (24")7}VV^/K (25") C 2 _ 4 TfrXJJ 

/K (26") C, _ 4 T/V^^/^^/V, (27") _ 4 T/^^V^/W7W 

■5) ^b3lf#fr5ff&g&l~3WLTV^ 1 b<i:^C 1 _ 1 0 7A"*/K 

(3) s^n5g^SDl¥^bil^^tb5e^s:l~3ffl^•L■rv^•cfc«tv^c3 _ , 

10 ^n7/^/K (4) MIE«^Dp^bS«tlS*^Srl~3i@*LTV^ 
TfcJ:V>C 2 _ j 0 T/^=/K (5) m«ftXD^&»tfn-5CSUESrl 
'-attfc-L-CWCfcJ^Ca _ 8 f /^BW^ (6) 1ffi15ft&£D$d>g> 
»«*bS*^*l'-3ffl^rUTV>TtJ:V>C 2 _ ! o (7) ItrfB 

■l^U£D#^batf^^5^tJja6Srl'-3fl*L•CV^Tt>J;v^c e _ , 4 

15 (8) ltHB«^D^b51«tL?>fi^S^l~3«LTV^t J J:V^C 6 _ , 

4 TD^-Cj _ 6 (9) IWB«ft*DPd>P>»tftiS11iftSSr 1 

~3ittT^Tt)J:v^C 6 _ j 4 _ 6 (1 0) ffi 

EiB^D»^fe3Btf^5«IU£*l~3ML'rv^Tt>J:v^^yc a _ a 4 T 
y-yw-c, _ 6 7/U^/K (1 l) ^ -x'"-^^),,-! Ktf, X"'(iC 1 

20 _ 4 7A"*l'i''*fcW:C 2 _ 4 7/V*--l'i'&*U GWjHrS"^ -0-, -S-> - 
C0-NH-*fcfi-NH-C0-^t, nf*0~3©SSfc&a*U J tt(a) C 6 _ l 4 7 D 

-jv (r©c 6 _ 1 4 ry-/H*(i")^nyy % (2")=h*, (3*) 5/7 a (4") 

7K^S> (5")f"^— /K (6") C , _ 4 TA**A>7*s (7")75/, (m/C, 
_ 4 7/MVV7S A (9")v?Cj _ 4 7/V*A-7^ A (10") x byt Kotfu 
25 *-/k tvr^y, t^y^y, */v#y^ ^^e/v^y^, fn— /k ^ 5 
*V-/K 2-^y-i-t'o y 2-^y-i-tr^y 5 

~6ft©gUfc7S A (ll'O^^/V-C, _ 4 (12") C 3 _ 7 ^ n 

T/V*c;K (13")^;V#>v^/K (14") C x _ 4 T/U3*V-*/U*=^ (15") 
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_ 4 T/^/V^/W^^-T/K (18")^C 1 _ 4 T/^A'tf/W^^/K (19")^b 

y^w-?-* ferae, _ 4 r^a^^iaft^H-c^Tfciv^c, _ 4 tvi^/k 

T/V^drv-, (21") C, _ 4 7/l"¥Ui/SWfi/, (22")*A^/K (23") C 2 _ 
5 4 T/^/^f/K (24") C, _ 4 T/^/U^7^=/K (25") C, _ 4 TVl^/I^ 

7U7-r=/K W)7.)vyy^^)v s (27")^ey c 1 _ 4 T/^/v^/V7r ; e-f/K 

(28")^C, _ 4 7/>^/W7r^/K (29") C 6 . , 4 7J)-/V CfflC { 
- i 4 Ty-/utt, (rO^n^y, (2"*)=ha, (3")V7A (4'")7j<^g % 

(5"')^-/K (e'^c, _ 4 ta^-a**?** (7*")t^a (sl^e/C! _ 4 T 

10 A^/wr 5 / „ (9"') i?C,_ 4 5 / > (10"') x h 7 t K P t° P -/K 

tf^7i?y % tf^y^y, ^v$!Jy, f-^A-* y >\ t°o— ;K 4 

(12'")C 3 _ 7 V^P7/^/K (ln^/M^iXA^ (14"') C, _ 4 T^n=¥ 
i/-#A^=A\ (15'") C 7 _ , 0 77/^/Vt^V-^/VfeK (16"') # A- 
15 /^-f/K (17"')*/ C, _ 4 TA^A^Av^-iVK (18*")i?C, _ 4 TA^ 

/^/w^>r/K (i9'")^^ym^tcitc 1 _ 4 TA^^T-g&^ft-c^ 

T^V^C, _ 4 (ZO'^^P^^M^fc^C! _ 4 T/Vn^r^-Cg 

^tvO^fciV^C, _ 4 TA-a*^ (21"') C, _ 4 TA*vyVJr**y^ 
(22"')*A^A% (23"') C 2 _ 4 T/WSof/K (24"') C, _ 4 7A-3rA-*A^~ 
20 )V S (25"') C, _ 4 TA^ A-7 A7 ^ =A\ (26"') 7.^7 7*^, (27"')*/ C 

i _ 4 7/^/V^/>7 7^/K (28"') ^C, _ 4 TA^A^A^t^-OK 

(29"0 5 ~ 6 Ao^^m^^ 2S»;$> hmtn $ ftt V vt ^ 

£H 2fcte(30")^lifM-?\ a^^^i^^m^d^iifm/ci^xPJlT- 

i & v % 1 3 < i: ^ i #^tf 5 ~ 8 M.<D%^tmmmm$. tammh u < 
25 te^mi<D&%mimmm& iztib<DmmmMi*(in^v?y, (n=h^ 

(3"') ^7 A (4"')^=3f-y, (5'")*®^ (6"')^^-/K (7"') C , _ 4 TA^A- 
5^ (8 m )7?/, (yj^C, _ 4 7/VW^> (10"')^C, _ 4 7A-* 
^7 5>*, (11"') 7 1 h 7 1 Kb tf n t?^9 fc°^ y v^, *A-* ]) y s 
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(12 m )7x=/V-C, _ 4 (13"') C 3 _ 7 ^^P7/^/K (14 W )*/U 

#*$//K (15'") C, _ 4 7/>=i /M?=/K (16'") C 7 _ l 0 77/^ 

(XT) A** (18'")^/ C x _ 4 TVl^/l^/V 

/^/K (19"') ^C, _ 4 T/V^/V^/W^^/K teO^P^IB^SfcH: 

(22"') C, _ 4 TV^Wv^drv', (23"')*/l^/K (24"') C 2 _ 4 T )\>* / 4 
/K (25"') C x _ 4 7/i^/v*/v*~/K (26 m )C 1 _ 4 T;v*;\>7.jvy j 

^W*5J:^^^^&iltf^c^-r oUC* 1 &V>L 3«£/>&< <b t> 1 1@ 
£tp 5 ~ 8 MO^^^tm^S ©^^ISS^aiSttfflBfflftSE^bSff 
tL5g^S?:l~3WL-CV>T%J:V>] £^1"] T^^ti^^fcli (12) 

Srl~3Wb-CV>rt«J:V^C 1 _ 4 T/^l/^S^U Ltt(a)ife^ % (b) 

t^flBttmSEll^bWtb§smSl:l~3«LTv^•rt>J:v^c 6 _ 10 ry 

-/v, (c) Basm^ mnm^tekvmmm^frbmtftitc^ um* 1 * <> n l 

tt[ES^E»b51^tl?)fi^S^l~3tl^Lrv^T'b t tV^ , (d)-(K 
(e)-S-, (f)-CO-NH-*fc«(g)-NH-C0-^U, nte 0~ 3 <Z)gf:£^ U M{17 5 

(1) -(cr,)^- (fi(ti~8^»^-r 0 ) > 

(2) -(CH 8 ) Bl -X 1 -(CH 2 ) f!l - (gl^XX^g2\m-±tc\m^^X0^7(Dm 
Wc^-Tc fiU gltg2iOfp{*0~7-C*fc5 o XM1NH, 0, S, S0£fcteS0 2 £ 
^f) 

(3) -(CH^^-^-fcH^^-X 2 -^)^- (hi, h2*5«tmi3{i[^-^7t{*m 
^otO~6©if^t 0 {H.U hi, h2*5j;T>*h3(^fp«0~6-CfcS o X'&J: 
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XM feZtl^tlM, 0, S, S03=fcttS0 2 Sr^rfo {IU h2flSOtf>£§\ X 1 ^^^ 

A AS (1) (a)(l")/Miyy, (2")~h*, (3")^TA (4") (5")*S636, 
(6")^^--/K (DC, _ 4 T^ASf-** (8")T^A (9")^-/C 1 _ 4 T/U 
*/KT^A (10")> ? G 1 _ 4 7\Mr/U7$ A (ir)rh7t Kntfn— ;K tf 
^7^, fc>;yv^ ^*JJy, ^-**A*y^ fn-zK 4%?*/*- 
^bil«tbS5~6M<75^T^/, (12")7x=^-C, _ 4 TA«¥/K (13") 
C 3 _ 7 -y^nr/^;K (14")*/^>^/K (15") C, _ 4 T/Ua^-jfr/V' 
zJwK (16") C 7 _ x 0 T^^^/Vt^^-*^^^, (17")^7/W^^/K 
(18") i e>'C l _ 4 TVl^/l^/W^^K (19") _ 4 T/U^*/W^-< 

_ 4 T/^/K (21'0/NnyyJl^fc^C, _ 4 T/V=^^Tg^$HTV>T 
^<t v ' c i - 4 T^a^r'X (22") C : _ 4 T/V^U^^^V, (23") ^^/K 
(24") C 2 _ 4 7A>*>J4^ (25") C x _ 4 TVl^/WVWalwK (26") C x _ 
4 T^/^/U7^=/v^feS«tiS«^S (fi*T> g&»Fi¥iPfclEl-5) £ 
l~3#f LWtkJ^C! _ x 0 T/V^r/K (b)tt)|E*^F^bil«^ 
5SglK£l~3f|^rL-CVvC<b£^C3 _ 8 ^PT^/K (c)lftlBfi&g 
F»A»6>aiW5h/*1Kftaifti'-3Mb-Cv^t>±v^c > _ t o T)V>rz=-)\> s 

^P7;^=;K (e)mftgUEF#d»&3r£h/S1t&£fr 1 -3*tttV^ 
fcJ^C, _ x o T/Wr~/K (f)im«ft*Fp^fca«j v L5iBfe3£Srl-'3 

teWLxv-ct>.fcv^ 6 _ ! 4 ry-/K (g)iffiH«^«Fp^bs^sem 

g£l~3 Wl/tVvtt>cfcV^C 6 _ ! 4 TJ-A'-C, _ 6 7VW*/K (h)Sff 

IBfi^Fp^e>5i}itb5«giS^i~3^UTv^ i {)«tv^c e _ j 4 ry 

LWfci^hyc, _ ! 4 Ty-/V-C x _ 6 T/V^K (j)tfflBam*F 

mM^frbm&titc^vm? 1 1 3 < 1 1 1 m^t? 5-8 i©f 
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x _ ! o T/v^/^/i'fe/K C 3 _ 8 i/^P7/W;^=;K C 2 _ ! 0 
7/Hr-,v#/i^-, K c 3 _ 8 i/^nT;^^;v^;K C 2 _ , 0 T/U 
^-/v^tf?-,^ c 6 _ x 4 ry-^/vfc/K C 6 _ ! 4 ry-zv-Ci 

M>c. _ , 4 ry-/v-c 1 _ 6 tvv^/v^v^/k Cj _ x 0 tw^a-* 

/Vjfr^/K Cg _ 8 S^PT/V^/l'^/l'tfwK C 2 _ „ 0 T/^^^^/Vt}n=. 
/K C 3 . 8 9 s9 pT/V^=7W*/V*J>:=./K C 2 _ 1 0 T/V^—ZKVl'/J^/'K 
C 6 - i 4 7" V — /l^/Vtf^/K C, . j 4 7!) —/V- Cj . 6 T/W^/P^/P^ 
=/K i?C e _ , 4 _ 6 TA"*J\'X/l'*-A' y k1t1Zhy C 6 _ x 

4 7y-;V-Cj _ 6 TJV3<r;VX;l>-fo~j\'frt> : mffln,Z>Tis;i> (ZiDTi/MZwl 

i> i m-stf 5-8 ^<D%m&mmmm*tc\mmis l < iCTmo#dHH&ft* 

/vsj? - 7V* fc nxfrft ~Mzffi& LtftST^ (r©7 f/Wi fftlBS 

«rl~2fB^l/tVvrfcJ:^T$/*fcW: (2) (a)An-fy, (b)=ho % (c) 
V7/s (d)*K3£, (e)^-/K (f)T^A (g^A^vvK OO^n^y 

4 7;W3^i/, (j)*/i^/K 00 c 8 _ 4 T/^y-f/K (l)c, _ 4 T/i"¥/u 
*^jjw^b®tfft5ft&£«rx l~3fifLr^tfcJ;vW5/tfcli 
(3) a&D^&HB£#, «Jt«^*5J:tWi#W^»6>airf 
tlfc^-r n Mi 1 1 V > 1 3 @£ 1 > U 4 ^A,T*l N T «t V > 5 ~ 8 M.O^Wfe 

R 2 fcitfR 3 # (1) IWBOll«*D»d»6>3i«r*L5«fc|i«rl-'3fl#UT 
^^-C^>J:V^C 1 _ x 0 (2) l&IB©e»lSD^e>®«fJx5itlftSSr 
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l^si^UKtii^c, _ 8 ^o7^;K (3) tfrfE©g&gDf^ 

b^m6«mg&l~3i@^LTVvrfc,fcVNC 2 _ , 0 TVl^-zK (4) fl& 

IB©iii(aD»a»e)»rih/*it»*«ri~3fljfruxv^-ct>j:vNC, _ 8 

7*/Hr~/K (5) HtrfB<DgmSDp^M«^5eglSSrl~3^Lrv^ 
5 <b£^C 2 _ 1 0 T/Vdr=/K (6) tfJlB^fi^Dp/O^ji^tlSg^Sr 1 
~3MUTWCt>,fc^C 8 _ ! 4 (7) WSB©flHftSD»d»e>»ff 

ix«flaai«ri~3iif txv , »"rt>J:v , »c B _ x 4 tjj-a-c, _ 6 ta3vk 

(8) ^©11»IED»^b»tftl51tiia«:l~3fl^rL'rv^tJ;V^C. 
_ , 4 ry-^-Gj _ 6 T/l^/K (9) IMB©ttgyto$d>baMfr£1E& 

io x^^sf^L-tv^^hy c 6 _ t 4 ry-^-c, _ 6 tvi^/k 

(10) 5£ -^"-(^(CHj),,-! ^"fiC, _ 4 TA'^l'^fcttC, _ 

4 T/U^=U^**U Gtt*|£^ % -0-, -S-, -C0-NH-^fef4-NH-C0-lr^L, 
n»0~3©ag»:S:^U JI±(a)C 6 _ ! 4 T V -A- (£©C 6 _ , 4 7y-;V 

15 (b)^j^T-, ttjsmnws zvmmm^frbmtftitc^Tvm* 1 ^ 1 3 

(1 1) 5£ -X""-L-(CH 2 ) n -M 

DStfU X""{^^ flWBflKfe»D^fe»tf^5ft»ISS:l~3WL-C 
20 ^TtcfcV^ _ 4 Lf±(a)*&£# % (b)C 6 _ 10 T U -A 

(~©c 6 _ x 0 ry-;Hi, tfriE©e$£Ei^kmm<5@&g£i~3f@ 

^nJJ^lftV>L3»£rS>ft< £t>l#£tr 5 ~8 *©#*»&*»£ (-© 

25 t>J:V>) , (d)-O-, (e)-S-> (f)-C0-NH-^fc^(g)-NH-CO-Sr^L, n«0~3© 
Sfe^U Mli7-;/S, fT-V/m, ^;>7r^/>S> 
*fctt*Sa£«r*i-] T*£§*i5S-Cfc5*tr!B (2) SfW>fc£4fe; 
(6) 5£ 
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N-X-A 



<D& ; 
(7) 

0 



R 3 




R f «N 

n I ' 
0 V N-X-A 



(8) 5£ 



X-A 




(9) ft 
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N X A 
R 1 R 4 

I / K \ 
— N-X'-< } 

V' 

D*** R 1 & (1) (2) C,. 10 7VV*/K (3) C 3 _ 8 i/ 

^nT/^dr/K (4) C 2 _ x 0 T;^^7K (5) C 3 _ 8 v'^'PT^^K 
(6) C 2 _ x 0 TA-^/K (7) C 8 _ x 4 (8) C 6 . , 4 7 

5 ywV-Ci _ 6 (9) ^C 6 _ x 4 7JJ-;V-C 1 _ 6 T/V^K 

do) hy c 6 _ l 4 ry-^-c, _ 8 tvu^k (n)S-r"-c- 

(CH^-J [5£>K JfttCj _ 4 T/^l/y*^fc«C 2 _ 4 T^-V-^Sfc 
GJ±3te^^ -<K -S-, -CO-NH-^fcfi-NH-CO-^^L, nftO~3<DK$: 

«r*u j{*(a)c 6 _ x 4 7y-/u*fci4(b)»*is?-, w&m z f-&£xm&m 
«*S*£«r7j*-*-3 •e^$ti5»*fc« (12) ^ -or-Mc^).-!! K^, x"" 

r±#S£^ C, _ 4 T/V^vy^Sr^U Ltt(a)jfe£^ (b)C 9 . 10 7y- 
A\ (c) BEStJDK^ £ tMi*lK-?>*» k^tftifc^r ci mi- 1 ft v % L 3 

»§r*i>* < 1 1> i «tf 5 ~ 8 ji®#«K**flt& (<o-<k ( e )-s-, (f)-co- 

15 NH-£ f* (g) -NH-C0- L , n« 0 ~ 3 U M(iT^y^, ^T-S? 

X' \tC 1 _ 6 T/V^rWy^U R 4 ^"^R 5 tt-t^tbTK*^ 

tfcliCj _ 6 T/v^/v- (roCt _ 6 T/is*M*. (D^p^y, Ui)=ho, 

(iii)WA (iv)7K^S, (v)^-7K (vi)^ _ 4 T^/U^ (vii)T 
20 S A (vili^/C^ _ 4 $ A (ixJ^Ci _ 4 TVl^/UTS A 

Wfh7t Kpt°P-7K tr-^y^, ^yy, ^a-^/v* 

yv, fc'P-/K -Y$^> f '-/V'^&a«n5 5~8JlOSt^T§>' % (xi);*;/^ 
^riX/K (xii)Ci _ 4 T/V^i/^/M^/i^ (xiii)C 7 _ , 0 77Wt 
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(xiv)*/w^>T/K Uv) ! e/C l _ 4 T;^/^;w^^ 

4 T/V^VTfi&^frl-a^-Ck.fcV^! _ 4 T/^/K (xviii)/NP^y^ 
IcfcftC^ _ 4 T/W=i^^-Cgm$tbTV>Tt>J;VNC 1 _ 4 T/l'a*^ (xix) 
5 C l _ 4 T/U*lsy Vir*i/ \ (n)7i=^-C, _ 4 7Vl"*7K (xxi)C 3 _ 
T v^nT/l^/K (xxii)*/l^/K (xxiii)C 2 _ 4 TA^iJj^/K (xxiv)C 
! _ 4 T/V^/^/W^^/^fcftCxxvJC! _ 4 T/l^l^/l^^/l^b^kf 
ft5gmSl~3{®tr^i^ft^LT^T%£^) Sr^U R 4 tR 5 tZffe&L 

x mm-t § m.mw^ t 3 ~ 8 Mmom&T $ ; mmm lx^m xmts 

10 tiZ^TF-tWlB (2) I3«^b^ ; 

(10) R 4 fc«£WR 5 ^fb}C**^T*feStfl|B (9) IE«C0^^; 

(11) R 4 &J;tfR 5 ^^L-C3~8M^^»»^«-rattffS 
(9) !B*W>ft£fc; 

(1 2) 5£ 

rK 

N X A 

15 xm^ti^mn)^ 




^fP0 3~8*^^^^1-] xm£tlZ>£*7Trtmm (2) lEicO-fb 

(1 3) R 2 ^ -x'"-G-(cH 2 ) n -J 
20 X^'ttC, _ 4 T/WfVVg£fcteC 2 _ 4 T;Wr=^S£^U G 

f*^# N -CK -S-> -C04M-£fcft-NH-C0-&;^U n(40~ 3 tf>li$:£^U 

jte (a)c 6 _ : 4 ry-/ug (ioc 6 _ I 4 ry-^Sfi, (i)/NP^y, 
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bS^ttfc-vr nj^^f-l ^V^L3 afc^fc < 1 1> 1 <B£tf 5-8 £©##85** 
MSrS*-*-] T?«**iaiSSr*1-WIB (2) IBtt^b-^ft ; 

(14) R 2 « -X"'*-L-(CH 2 ) D -M 

D£*. X""{*^¥, C, _ 4 T/t^ l^yiSSr^U Lfi, (a)*&£^x (b) C 

dkt- i & v ^ l 3 a^fc < i 1 1 ft^tf 5 ~ 8 ji <D%%wmmmM, (<o -ck 

(e)-S-, (f)-CO-NH-^fcf*(g)-NH-CO-^L x nfiO~3«^U MttTS 

V$t£fr&3£t:&rttm (2) miOik&V! ; 

(15) R 3 ^ -(CH 2 ) p -T 

D*«K pf41~6©ffl»*3*U m(a)C 6 _ 14 7P-^ (rcDC 6 _ x 4 
ry-/H*s W/MJ^ (ii)*K2k (iii)7:ii=A'-C 1 _ 4 r/^/K 
(ivJtf/Vtf^vVK WC; _ 4 T/U^i^/VJi^K (vO^P^JDR-T-lcfc 
fiC, _ 4 TJ^^y^U^tlX^X-hX^C j _ 4 (vii)^P^ 

yjR^fcttCi _ 4 7/i'=arv'T*g&£;ftw-c i bJ^c 1 _ 4 r/^^^ 

(viii)C, _ 4 T/^uy^t^v', (ix^/^r^/K (x)C, _ 4 T/W^ 
^^77^^, (xi)^C x _ 4 T^^A'7T j e^/>'*fcf4(xii)»*JB 

^ aE»s^S3 j; xmmm.*** mittitc^ p jmhp& i & v % u 3 < t 

WJFf-ft «£ tf£*]JSW-a> fe»ff p 1 * V ^ 1 3 a&4>ft < £ -h 1 

tp5~8A©^#»5a*gSI»Sr^-] Tf«**i*S*S:*1-iWB (2) 1B*M^ 
© ; 

(16) Tfl^Ifclk ^/W7T^/K C, _ 4 TM/W^T^'f/^fcft 
J^C, _ 4 T/W^/V^/V77*^^flKft$ttfc7*=/uasT?*)5IWB (l 4) 
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(17) z'-{[{2-U-(T$;x;u*^/u)y*~/u]^M (4-7x=/^^y 
7-;y]^ ^V}-N-[2-(l-t°P V [1, 

(18) 3' - ( { {2- [4- (T 5 y =/U) 7 * ^ ^/v} [ WA'ttl') 

7t^]r5/}^^)+^(i-ifP y ^/v)rc^][i, i'-tf 7;t -/v3-3- 

(19) N-(2-T $ /^/U)-3'-{[[3-({[T 5 / W S / ) * f^]7$ 7 } * 
M^^M (l-i-yf-fr* f-M T K J ] * f-M-l, l'-tf 7x=;w-*/v# 

(2 0) If(2-7 5 / if ^)-3'-{[[4-(7 ? / (l-t7 
f;Mf4/)7^]^f;H-l, l'- try * ~jv-2-ji frtf*^ * K*fett*Ott[ ; 
(2 1) fuSS (1) (2) IBRw-fb^Sfcri-tottro^n K9y^; 

(22) ^ (I) 



0 
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/V- 1 - S^AO 7^-/1/) -2' -^fvV- [1, 1' -t'7x^) 
(2 3) 5£ (I) 



0 




T&5GPR1 4^^J ; 
(24) 5£ (I) 
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0 




(2 5) 5£ (I) 



0 
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(26) 5$ (I) 



5 mto&&m&t&m*<o*# 1-12 0*^-?-- £^ u r 1 & *i*xtttt# 

**gSr*U B*i3J:tJ«csiW:-t*i^*?)fcitjfts*irv^t>J:v^y*^ 
(27) y-vh^^^^^fmm-efeSBlfiB (2 6) iBm^y^h^^^>- 

(2 8) y-r h^^^yS*#tttt3l|-C*)5WlB (2 6) E«©y-rf^^f> 

15 

(2 9) y-r h^^^^5M^«t6«^JT-fc5ttrfB (2 6) fEtfeoy^h 

(30) wmm. mm, mmm&&m, wmm&, mtmmA. m^m, & 

il*S*fciatt«)^' i&*8J-c&5flriB (2 6) IB^y^*^^ 

20 ^ti«gM#] ; 




(3 1) itSL»ft»bTS: (I) 
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0 

R 2 — ^ 




tix^x-b^^mmmmmzTFU r 2 nmrn^^x^x^^mi^mm 
*«£^u Bm&XTfcmtztiztiZbim&tsftx^xh^^y-v^ 

5GPR1 4*££i*t£; 

02) mmmmvx^, a) 



o 




io [5W % R 1 (i7K^M^fclig^$tvTV^-C'b<tv^b7K^a^L > XteiS 

■£tc\zm.%:i$fox^xh£\,^T^;m*7FU R 3 teg&£*i/rvv-c^J:v\^t; 
15 tKM^L, B3SfeJ:i> 4 cS«-?:tb- ; en$^(o:S^$tL-cv^^ e tv^^>' 
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(3 3) GPRl 4*S«gWSr»3W**:»©x :* ( I ) 



[5fK R 1 «7kmM^fc(i*^$tiTVNT^<tv^b7K^«^L., x«E 

thx^x-h^^mmmnm^u r 2 M^^vt^T^iv^b^g 
(34) y^h^^^yg^TO^ij^ijijt-rsfcfeco, ^ (i) 



IM^IItSl^roW 1-12 ro^^-t-|:^L 1 R 1 *5£tfXtt»£ 



0 





WO 02/00606 



PCT/JP01/05541 



32 

(3 5) 

H 




N-X-A 



t£r 2 coohk^ r 2 (iifriB (i) t&mtmMm^i-^xm^n^it 

fetter tc \tt<D5!.fommfc t ZRJfc s * s * tt, 

(ii)s^ 

0 




K c f 3 > MBWfllB (1) |B«ilSI^SSS:^1-]t?S$ii5^b'g^*feW: J &om 

N-X-A 
H 
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*M:i5^rtt, WGPRl 4«*tfttffil06-iv^ «*OjiLtff£Jfl 

*m tKs& (i) (c*3v^pj^tifc«msw^e^s^$b^L-cvN 

Tfciv^^vUfCifesrLtSr^U *>s6»«iWfeK (3* (I) icfcvvrW^S 

v^T^S, 5£ R 6 -Y- x&£1nZ>&: (5£<K Yttl»JK**fcttlWb$*i 
xv^^iv^HM^ (fljtrf* s, s(o), s(o) 2 ft if) «r, r 6 
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4Vf=f/V, S e c-^/K t e r t ^^/K 4 V^^/K * 

tf-^y^vK ^3->;K ^y^/K >>si/K rf^ftif©^ _ x 0 

T/^/K 0*b<{ilg;^ (C, _ 6 ) T;v*M£¥ftmi btiZ>) ; 

(2) ^n7^/> (fliRkE, i/^D7°afcVK ^n^f- 
5 /K v^p^V/K iX^n^/fvl'ftifOCg _ g ^^nj/l/^v^^^^f 

fbtuS) ^>y^D7;v^wi -^y-tf ymtm&U 4y?y m. 4 

isfy-l-J/K 4 yfls— 2 — tAsli if) , f F^tKn^^l^y (#k 
fh7t Vni-yf W— 5 — Y /K 7h7t Yvf7# VV- 6 — f ^ftif) 
ftif (&£L<te, -f^^ftif) &JF^L-Ovt%<};< ; ££>K:, i^n7 

io jv*m%, fcm&i~2<DmMvt<nm*m%frisxmML, tre^o [2. 2. 

1] ^T^vK tfV^a [2. 2. 2] :fr*?vK fc'v^u [3. 2. 1] Jrt 
[3. 2. 2] /^/Vftif (0tL<f^ ^i5:l~2©ii:il^ 

ci [2. 2. l] ^^#^«^S^rT^UTV^%J; 
15 ^ ; 

(3) T/Vtr^.}V 7IJMallylK 2-^^- 
/K 3 -^dMwWft if (Dj*Iffi&: 2-10 OT/K7-^/K L < (C 2 
_ 6 ) T/l^/Vftif^ff £>*l3) ; 

(4) ^^P7/^^ (09;tfi* 2-^p/<yf^/K 2-v^ n^-fe^ 
20 /K 2-^p^r~/MfVK 2-^n^iwV^^ft<^gfi&3~ 

8 <D*y? uTJVtr-frteZltm-fbfoZ)) ; 

(5) T/^=/V <M%M* ^=/K 1-^p t°=;K 2-7 c Pt: 0 =/K 1- 

2 — 3-^v'=/W£^<£^tit!Sc2~l 0 07/^^/K 
&;£L<te^ (C 2 _ 6 ) Tfr*~sW£}?tfmfbtiZ>) ; 
25 (6) 7y-;u (0iJ;tkf, 7x=/K ^^ft^Ce _ , 4 7U-/K 

(7) 77/V^ (MxJf, l-3iOC e _ , 4 7y-mt5C 1 _ 6 7 

ft if) ft if 3^ W £>ti5) ; ft if # W bft> ft *»*Ct> , 7A"¥/i'j&s#* U < > 
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ssuyy n& i> ^ * =bn> v'TA 

T5A _ 4 TW^/KT^A fb7t Kntfn-/K tV*?^ tV* 

y^y, -tf ^ ^V— <!?<£> 5 ~ 6 M 

OSR^r^/Jfe^) , 7i=^-fi« (C,. 4 ) C 3 . 7 ^P7 

#*$//K C, _ 4 TA^sl^-HA^s.^ «(C 7 . 10 ) 77/VW 

_ 4 7/V^V#/W-^e>f/l/&£f) % /Ma^Hi^fcteC! _ 4 T/Va^^'Cg 

&S;h/-CVvC 1 l>«fcV^C 1 _ 4 7 A*** (#k h^/^P^f/K *?VK ^ 

_ 4 7/V^^-i/ ^ h^riX, aih*^ j>y:7/Ktn^ b^f-^ hy7;Vt 
Dach*$/fc£) s C x _ 4 7^Vy^**i/ (#k -0-CH z -O-, - 
0-CH 2 -CH 2 -0-t£}?) s JjvV^K C 2 _ 4 T/W*/>f/V (#!k T-fe 
9vK ynf^/Vft^) * C, _ 4 TVV^/V^/V^—A' (#U y^y^/V7}s= 
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•tf-v-zK ^t^-/k ^yfry-/K -ys^a-/k t'^y-vw 1,2,3 

-^f-v^Z-zK 1.2, 4-^f-^T^-/K 1,3, A-^r^^ry— 
/K 1, 2, 3-^Ti^T^-/K 1,2,4-^7^ 1,3,4-^T^ 
Ti/-/K 1, 2, 3- hyT^-/K l,2,4-Mj7^;K f 

if co 5 ~ 8 m (» * t < w: 5 ~ 6 a) <DmQ*tcte^mu(D^mttffimwmm 

#8e«*at) *5ctt/5~8M^3S^«m (c 5 _ 8 '^nr^y, c s _ 

~6j|) 0«&fPX»^fi^P©l©gl^b!k* ;^>^*£©6Jl0##|j!Ms 
7kg? ; ft if) *»fc»WSH5 2^3fl «f*U<«, 2 A) <7)i^MLT» 
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XtbiXbZW 

4ofc2ttO3!r#aett*a0 #»£Lfcl*; ltiftffiMJ: lfloEftftS (#* 
JMfc0!I£ -YVK-ZK ^^^71^ ^/77^ ^ 

y y&^W btiSo 

ttg&S&^L-OvrfcJ:^ ^SiiSittl^ fcl&tf, itfffBUhB^Tc 

15 ^Lx^x-hx^m^mt\,x<D m&tsftx^x-bx^mkTkmm 
20 ym, *** 3**fc£j&«srr&*i5. 
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a % v-ry, w&ztix^x%>*.\^*-A<m 

10 ;k ^7^v, tV<ys^ ^yv*y^ N fc°n— /K 

/K C 3 _ 7 ^nm/l/, x^^4fctt7 5 Kfls£;h/CVvCt>J:V\&A' 
tf^^/kg #/1^3rS/yK C x _ 4 T/W=i^r^/V^^/K l£R (C 7 _ 
x 0 ) 77^^;^^^-*;^^ *;w^-f/K ^/Cj _ 4 T/v^/u^ 

_ 4 7/i'3:^T*fi^£;ft/-C^-C'bJ;^C 1 _ 4 T/vfr/v (0>k h^^tn^ 

i^TV^-C'^>«tV^C 1 _ 4 r^a^-V /> ^h^iX, hU7;^n^ 

MJ7/^n^h^^if) > C, _ 4 TA&VWHr**/ (M, -O 
20 -CH 2 -O-, -0-CH 2 -CH 2 -O-fti?) , tf/US/K C 2 _ 4 T/\> 

~a (#k tfyx/vy^-sv, ^#yw7j—jW£¥) % iffrbm&tiZW 

25 tf/K "fy^/K s e c-7^/K t e r t -;/5vK ^y^vK 4 

y^yf-JK ^^r^y^/K ^vvK ^t^/K ^fvK /K 7*S/vnfc 
ifOCi _ j o T^/K 0£b<&« (C, _ 6 ) T/V^ftif] £l~2 
m% Lf V^T J: V ^ 5 y U\ 
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Knt'n— ;K t°^y^>- % tf^y^y, ^^/W* y ^ tTn — 

n^> mm, 3***£) , ~M=* WA 5 1 

T^J^C! _ 4 TJV^i/ (M. * b^Ss ^h=^X :/P#3fv\ 7*^>\ 
h!J7;VtP^ h=¥^ h y h^i/^if) , fc/V^K C 2 _ 4 7VV 

turn tK*. rffife$^-cv>Tt>J:v^blc*»j (ifrlSLfcB^fc^c-e 
rv^t ^W&Mt LX(D m&£tix^xh «tV^bJc*3£j- ilH^S^ 

(i) 

(2) S&StLWTfc.fcV^T/v^i' (0a*.ff, y>?vK ^ntVK -f 

y/B^K -f y^^/K s e c-^/K t e r t -T^VK 
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/K jV'Of'A's tt^yf/K ^S'/K -^ff-JK XfJ-JK y~/K t 

(3) ■KiiiiTv^T'biv^^cr^^ (fti&tf, ^PT-ptVK s^p 

nm/niifWbJlS) ; 

(4) flHfc£;ft,TV^fc^r/Hr-A' (09*. tf* TyMallyl), ^n^/K 

2 -^yf=;K 3 i? =/nfc ¥&m%k 2 ~ 1 0 07^-;v , > 0£ L < ft 
{g$* (C 2 _ 6 ) T^^v^^^^tf fetbS) ; 

(5) flKfeStl/TV^t>«tV^^nT^^v (^Jx.tf, 2-^n^yf=;K 
2 --^^ P^^f-fe^/K 2-'>^a^yT=Wf/K 2 -i-"^ P-^Sr-ferwy 
3vvft 3 ~ 7 (D *s9 p TAs*r-M* X&mifbinZ) ; 

(6) g&£;nX^T<b<£VN5~6AW^©^«S (Fllxf^ 7^^K fcf 

<o (Ms r-fe^K T'otr^-^K y^y/K yyy^y/K /<ui)/k *fy< 

i^y/K fcXP^/K ^rf-y>f/K — y^y-Y/K Hr99/4fl'^ *s#v?9 

(2) fiHfeStiTv^fciv^/v^/K (3) tt^tiwrkcfc^y PT/W 
(4) flBft*nrv^ i t>iv^A'^=/i/, (5) MM^tix^x-hX^y 

^P7H=/K *5j;Tje (6) *m£;ftTV^^5~6M^¥^0^#$5S 
*—>\<s C x _ 4 7^Af*4W s S^$tl-CV^Tt)«tV^T5y^ (#J N T 

57, ^e/Ci _ 4 r/^/^T$y, ^c, _ 4 7^7 5/, fh7fc Kp 
t°p— /k tx^y, tf*<ys^ wyy, ft^yy fp— /k 
y 5 #y—)\>ta }£(o 5 ~ 6 M^aWfcT 5 y * if) % ^^vwbSfcttr 5 K-fb* 
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#/w^/vftif) % ^o^jm^ifefid _ 4 r/ua*?/-eiBft§ti-cv>T 

b£^C 1 _ 4 (#k MJ7/vtP^^K *?vk ^9vvft£f) , ^ 

»^W-?*fcttC 1 _ 4 T/l'3*S^fi&$;h/WTfcJ:V^C 1 _ 4 7/t^df 
if) , JM^/K C 2 _ 4 T/lsjjJJjV (M. 7i?5vK /Df^ii?) > 

c i - 4 T/v^dr/v^/U^^U *$V7,)V1£~)V^ rn^^/V^-yVftif) N 
ft if) ftifflW&*U Wft*©*fcUCtt, l~3fi«U\ 

£ TOft^ft if) ft if^^^fc^^v^sf^^ Lfct>©ft if^w e>tt«^ 

»3*ft«4 LT, 

(i) 

(2) sjfe^tLTv^tiv^r/u^v (0g*.tf, ^^/k 3i^/K T-ntVK >r 

y^ntf/K y^/K -fV^/K s e c-'/fvK t e r t-^^K ^isf- 
/K --f V'O'^VK *tf v <i'*7K ^i//K ^zf^/K ^r^^fi, / -/V, f 
^ftif^C, _ j 0 #$L<f*« (C 1 _ 6 ) T/^Pftif^ 

tfb^S) ; 

(3) g^frT^T^J^v-^PT/^/V (0Ux.fi, ^P^PtT/K v-^P 
^vv, v^p^^vK v^p^t^/K W P^T'^ftifOCg _ 7 5/* 
PT^/vftifiS#lf btt5) ; 

(4) gm^WT^i^Wr^/v (#|x.f£, rD/Kallylh 

2 -^y-r^K 3 — ^Mwvft if&38fe 2-10 tf)7/l"{r~/K ft £ b < tt 
1&» (C 2 _ 6 ) T/v^/vftif^tf b*b<5) ; 
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<?)Vti S~7<D$>*v T/l>&~M£ ZifimfbtlZ) \ 

(6) ■»$*lWt>iV^y-/l' (08*.tf, 7x=/K fti? 
5 ^^/W^/V^^Std^LfcbO, £9&£b<te#/M*>;X/K (C 

7Y**sJ];vi$-;vt£E) ft£f#Wk*k ±IBtfc (2) g&^tiT^Tk J: 
l^7VV3rA\ (3) tt^$tl"CV^t)J:VN^^PT;^;K (4) g&£*VC^ 
10 Tt><fc^T7l"7-=-/K (5) S^^tL-CV^T^ J^-^nT/V^/K *5«tt^ 
(6) g^$tLTv^^J:v^Ty-/^^LTV^^cl;VNgm«<b t-C(±, 

(Ms 7yi, a^jfcif) % vta sm 

/l^/W^E-^f/K i?C! _ 4 T/^/i^/W^e^/Wftif) „ w?ym?t.tctt 
20 C,_ 4 T/^^T'g&^tlTVvtkJ^C! _ 4 T/V^/V (0!k h y 

p^f/K ^f/K ^5vvfti?) , Ao^yg^fciiC! _ 4 T;V3^i/t?g 

P^ fy7;^Pxf^if) % c 2 _ 4 T/VTjy-r/w 

(#k Tir^/K 7Pt^/j:^) , C 1 _ 4 (#1 y* 

*9>xas74^a>* ^v^/i^^ft^) ft^tfWbti, g««£ 
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(1) *g£g; 

(2) m&£tlX^Xi>£^TK;mi (StflBLfcB^fcfiC-C^^nS T£ 

m&mtLx<D m&&tix^xhz.^TK;m tmm%-b<o%¥) 

10 ^i?>Sl3Wl/tV^fc.fcVMI££tt % l~4ffi (#*L<W\ l~2l@) pi- 

tf, (C x _ 6 ) 771/* (0)J N MJ^Vi^ fh7^f^iif) , 
15 mk (C, _ 6 ) 7/1"* l^***/ -CH 2 -0-CH 2 -O-CH 

2 -CH 2 -ft E) s WBl (C, _ 6 ) T^VV??^*/ (0!k -0-CH 2 

-O-, -0-CH 2 -CH 2 -O-fti?) , »m. (C 2 _ 6 ) T)V>r~V^ 
(Ms ~CH 2 -CH=CH- -CH 2 -CH 2 -CH=CH-, -CH 2 - 

CH=CH-CH 2 -ftif) , fife (C 4 _ 6 ) T7V#^=.l/y -CH 
20 =CH-CH=CH-ftif) ft^Sr^LTV^t>J:V\ 

25 W^/S, 5£ R 6 -Y- (jW* Ytt|»JK^*fc««fb*^ 

WM£tiX^Xb£^W$%&, ^vJfyWX-* W&$fiX^Xh£^T 
* R 6 -Y- (5S«K YttSfeSR^Sfe^klStbT^ 
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±!B5£ ( I ) R 1 % R 2 fe£tfR 3 T^ftS r^SfttKtJH* 

(1) T/W^/V (f9*.tf, *7vK T'pfc^K -Yy^nf/K :/fvK 
10 -Y y^/K s e c-^/K ter t-^^K ^VfvK -f V^^/K * 

^y^/K ^v'/K ^7°^/K Wf-fr^ ^~/K 7 t ^fr1ZZ(DC 1 _ , 0 
7VV*/K #*L<tt4£8 (C 1 _ 6 ) r^/wftifi&W&ftS) ; 

(2) ^B7^ ^PT'pfcVK i/^n^f/K v'^n^^ 
/K p ^df- vvK ^ p ^fffrlZ ¥<DC S _ 8 p TVl'^ft if^ap If 

y'hyi: Yniry^ vi/- 5 T^7t Yv1r7$ vv- 6 — - f /nfcif) 

/v^/vfi, i%m&i~2<Dmm&(Dm : ?-§i*fri'X%kmu vutu [2. 2. 

20 1] ^ff-fr, tfv^P [2. 2. 2] jj-^fvK tf$/*P [3. 2. 1] 

?A>, }£*/9xi [3. 2. 2] S~fr1l2 (#*L<H\ 1 ~ 2 ©EgUfc 

<nW&8&ft \JtW9Mfr% W n^i/friz t\ £ M^iKHt, tf^ 

p [2. 2. i] ^7°}- frizz) (D&mm^mi&mmmzMf&vx^xhx 

25 (3) Tfr>r-fr <MtlUs v-fr, ry/Kaiiyi), ^p^/k 2-^^= 

/K 3 .=3M?~/Vft if©^» 2-10 (DTfr5~—fr^ U £ L < fifgiK (C 2 

_ 6 ) T/V^/Wftif/JW feftS) ; 

(4) *s?xiTfr>T=-fr (f!lx.[^ 2-v^^p^^x— 2-^n^r-fe— 
/K 2 -f* P^^x-;M f-fr^ 2 -V* n^-fervM £U8WR 3 ~ 
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(5) T^-fr 2-7 p Pt°=;K 1- 

2 -^f^/K 3 -"^S^/Uft 2 ~ 1 0 ©r/l"*=/K 

ft*L<te&m (C 2 _ 6 ) 7^=/Vft^Wbft5) ; 
5 (6) 7i=/K t7f/V/£if©C 6 _ j 4 0* 

(7) (#Rf2> 1~31®<DC 6 _ j 4 7!)-/H:tt5C 1 _ 6 T 

ft if) fc^WbttS) ; 
10 (8) 5£ -X-'-G-CCH^-J 

jr'ttCj _ 4 T/V^U^S^fcttC, _ 4 r^v^^u G 
f±j££^ -0-, -S-, -CO-NH-^/cfi-NH-CO-^^L, nteO ~ 3 U 

(9) -X""-L-(CH 2 ) n -M 
15 X""(ilt^ C x _ 4 T^vySSr^L, US, <a)|fr£#, (b)« 

&£*lW-Ct>«fcV^#Sft3k (c)-O-, (d)-S- (e)-C0-NH-^fcf*(f)-NH-C0-^ 

20 ^nx^x-bx^rv-^m, m^tix^xh^^mmmmm^^m 
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-ry^Ty-/K -y^a-/k /k i, 2, z-ttWrv—A', 1, 

2, 4-^f-^T/-/K 1, 3, 4-^-drf-i?T)/-/K 1, 2, Z-7TVT 
1, 2, 4-^-T^T/-/K 1, 3, 4-f-T^T/-/K 1, 2, 3 - h 
1, 2, 4- hUTV-zK fh7^;K fcTJJ$?>\ fc°y^y x 

(#1 £3f?. 3 , =ho, v'T/, 7K^S> g&Sfl 

ft-c^Tk^T^/g (fcL TSA ^eyc^ _ 4 7M^r>;/, i^c 1 _ 

4 TA'*A>T%S* rh7t Kct°n— t^<7^>\ f^y^y, ^E-/V*y 
y % ft^yy, t°P-/K 'f^y^/K 2-^-^y-l-hfny^/V, 2- 

(Ci _ 4 ) T/v^/K c 3 _ 7 «7vWb;£7cteT 5: Kft<* 

tu-cv^r%J;v^/V5j?dr'y/^ (#] % c t _ 4 TWa^-;*/^ 

tf-/K M (C 7 _ t 0 ) T?/^^^-*^^ *;w^^;i/, 

ny^H J f^fc^C 1 _ 4 T/l^^^tt&^T^T^V^ _ 4 TVl^/V 

4 7^=^;y^tt&£;ftT^-C 1 k.fc^C 1 _ 4 T/V3^>> * h^>\ 
3r^> h!)7;UtP^ h y ^i^psl h^v-ftif) , C a _ 4 T/^U 

y^^is (M. -o-ch 2 -o-, -o-ch 2 -CH 2 -O-Jfeif) % * 
/l^/K C 2 _ 4 T/VTJy-f/^ (#k Tir^vK :/n tr^/ufc % C x _ 4 

g^ftt^Tk £V^A'7 7'^'lVl'& (0!I> ^/W7 7^;K ^/Cj _ 4 T 
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R 1 , R 2 *5£tfR 3 -&rt£in& r«feStiTV>Tt> iv^b**Sj fcfctt 
5 ab^ (#k 7y>, ttX* AX* 3 17^ if) . = hn, fTA tf-*y, 

s itswttiv^^ys (M> rsy, ^eyc, _ 4 r^/v 

ys?>\ ^MDy, w^*py, t°p— /k 2-^y-i- 
io t°py^n/K y-i-t°-< y v^ufr t*©5~6 i©i^7 5; y ft ^) s 

(c x _ 4 ) T/i^/K c 3 _ 7 '>^p7;H;K ^*7vWb£ 

/i^3dr^-^7/v^/K 4£ft ( C y _ j q ) 77/vW^^-*;^^/K * 

y h=3f^ ^h^iX, Mj7/Vto^l>^y b y y/M-prc h^yft^) , C 
! _ 4 T/v^vyVir*^ (Ms -o-ch 2 -O-, -0-CH 2 -CH 2 - 
20 O-ft}?) , tJvi^/k C 2 _ 4 T^y-f/v- Tir^K 7n^=;V^ 
if) % Cj _ 4 T/^/V^/V*-^ (#1, y ^V^/VtJ^K 

^ c x _ 4 T/v^/^/vy ^ -/v ($k y ^y^/i^y^/K ^^^/v 
^yCj _ 4 T/v^/^^yT^E-i'/K s^Cj _ 4 7/vw^7r^/i'4 

25 *?) , m&ztix^xh^Tv-^m, w&ztix^x-b^mmm&teiftf 
mtLx<D m^nx^x-h^^rv-^mi Ki&tts rry-^sj tvx 
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& rry-^gj tf^Lx^xh£^m.&&t vnx mm. ^p^v 

yym, m.m, 3**fc« , ^y, Tk^s, wftsai-cwr 

^/VT^A fb7t Knt s D-;K tvy^y, t^yv^ ^e/v*y>\ ^ 
^^-^ (C x _ 4 ) C 3 _ 7 i/^P7/^/K ^*7VWb£fc 

n^rv'-*;^^ fift (C 7 _ j 0 ) T7/V^;T^-#A'*=/K 7J/V 
/^^f/K ^E-yCj _ 4 T/V^r/VTJ/W^^/K ^Cj _ 4 TW^tf/W^^f 

/ufc£) ^ ^vVy^t-tcteCt _ 4 r/^^^g&^tiW'ttJ^C! 

_ 4 TA^A' (#|> hy^/P^-p^^/K ;*?7K ^fvV&if) ^ ^P<7VJgi=- 
^fcttC, _ 4 T/l^3^iX-Cg^$tlTV>-Ct«J:V>C 1 _ 4 7/Va^'> ^ 
^h^iX, hy^/V^-P^h^r^ by ^/^P^hdr^if) N c x 
_ 4 7A^W*JHr*%/ (M, -0-CH 2 -0-> -0-CH 2 -CH 2 -O 

ft if) , C x _ 4 T/V^/^^7^^k (09, ^^^;V7-f— /K y.xyv 

y^^jvt^if) , e^^nrv^t ctv^/uyr^-f^S (#k ^77^/K 
if) % s-GM.^mM^m&WsM. mmyyy, ft7xy, t°P-/K 

^7'/-;K l,2,3-tW7/-/W 1, 2, 4-**f*$?TyWK 1, 
3, 4-**WTy°-;K 1, 2, 3-f7i?7^;K 1, 2, 4-f7i^7/ 
-/K 1, 3, 4-f7v?7/-;K 1, 2, 3-hyry-/K 1,2,4-MJT 

/-/k f h7/-/K fy^y, t°y^>\ t?y^s^ hyr 



WO 02/00606 



49 



PCT/JP01/05541 



mthx<D m&ztix^xh£^M : Mm&} tLxiz, mz.^ tm^tcR 6 
rr^ysj <Dmmmtvx^ mz.}*, ^n^timm^tix^x-hx^m^ 

Wzr 2 x*7Fistiz> m&tsfox^xb^^T*;m} <DW&&k\.X(Dmkfc 

mmthxte, m%.&. 

(1) T/V*;v (#Jx.Wt> *fvK ^nt°/K ^y^nbT/v, :/*7K 
4 s J-ff-)V, s e c-^7K t e r t -~^fvK -f V^V^vK ^> 
j*v<yf-/K ^=¥>vK ^<f*$-iV s W?)^ J~>\>, "r-yjvtzlffDC , _ t 0 
T^/K £?£L<te« (C, . j ) 7;v^^^lf5,ix5) ; 

(2) ^n7;^ (#l;tfc? N ^pypf/K ^^n^f/K S/^n^f- 

ypls-l-^JK 2-4 Msg) , f b9tKnt7?vy (#k 

Tf7t Kn^7^ I'/K fb7t Kn^-7^wy-6->T/Hfcif) 

/^/wts fcm&i~2<Dmm<Dm*M*frisX&Mu [2. 2. 

1] tr^o [2. 2. 2] ir$ 5vK \fi/?xi [3. 2. 1] 

^/K trs/^p [3. 2. 2] y-Meif (#*u<f*s ifc*$fe l ~ 2 ©saw* 

n [2. 2. 1] ^?vvfc£) (D»#^b7Kma£§r^LTVNT^J; 

(3) T/P^r^V (09*.fif, tf=/K Ty/Kallylh ^p^/K 2-^<^T= 
/K 3-^-fe=/V^^©^ic2~l 0©T/V^=/K 0*b<tt<SJlR (C a 
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_ 6 ) TJVtr-frizmmf btiZ) ; 

(4) i/^n7;i/^ (Mt^ 2-->^P^^7 i ~/K 2-is?V^*±~ 
/K 2-^n^7 i =/l^^/K 2 -v^ P^-fe-zVpt ^;V^^^3~ 

5 (5) T/l^^^/V (MzH-i, x-^-sK l-^nt'^K 2-7°nt°=/K 1- 

2 3 -^s^/nfc i£<DBMWi 2 ~ 1 0 »7;^=;K 

0*t<«M (C 2 _ 6 ) 7/i^=/wft£?2Wf £>ti3) ; 

(6) tv-/i< wmt, 7x=/k ^f^ft^c, _ 1 4 ry-/K 
io (7) t^/v^/v i~3{@(7)c 6 _ ! 4 r y -/t'&^-r-s C ! _ g T 

m&tstix^xi>£^T$ymi <DWM&t \^x(omtimmtwm<ow^ 
fSL^cR 2 xrrsistiz m^nx^xhx^m^m&i ©wftsfcur©** 
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w^tLxo m&&tix^xt>£^mk7kmmi &£xtR 6 XTjk&tiz 

io ±iB5t (i) r 2 XTF&tiz mmtstix^x h^^it^mm} tLx 
n(io~3^^^u jnwMt5tix^xt>£\,^mm&%7pi-i xmzn 

15 g&^U Ltt, (a)3fe^¥, (WflKfeSftTwrfc ±V^#at2k (c)-(K (d)- 
S- (e)-CO-NH-*}t«(f)-NH-C0-^L, nf±0~3©SEj8!cSr^U MttT^/JK, 

?t~*?j^ w^t^mbl %/w<*j,umiztcte7mM**-ri xmi$ 
ti%&mj*v<, j &£xKX7jk£tiz>m.W!:£tix\,^xi> x^mm&t vx 

20 g^^S^/j; W L v \ 

(CH 2 ) P -T Kef', pttl~6©3g#&*U TW^SfVCVvCfcJ^Sr*** 

ris*$n-cv^t>iv^*RSj ic^tta r^^atsj turn 
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10 £ ICgttRJK? > i l^fH^^ &8tf ftfc^T 1 P » 1 * v * L 3 

t°a y >\ -r 5: *v y >t s *v y tr? / y ✓ y 

15 >\ m/v*yy, ^7^^, r^try^if<D3~8M (#*u<f*5~6 

**) *i:W^5 o 
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■(f)- 



[5*#U A' teW&ZtlX^T-bX^mmWtt^L, F^tegfrfq<D3~8.R"a 
a (0£L<« 1^1.231) £rl&^U4<® (&;l;L<tel&^L2li) ^ 

yy^y, -f^yy^, t^/y^ t^v'y^s tf-^f-^r^, 



(1) — (CHj), ! — (£lttl~12©iHR, ff*L<ttl~8©a«f[, 
L<ttl~80iaft, WJL<(ll~4©»^t 0 ) s 
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(2) "(CH l ) il -X , -(CH l ) I ,- (gl*5j;t^g2ttH-*yfcf4^oTO~l 1<0 
S»^i~o fiU glirg2«t(D|P«0~l lTffcS. X l ttNH, 0, S, S0*fcfi 

(3) -(CH 2 ) hl -X 1 -(CH 2 ) h2 -X 2 -(CH 2 ) h3 - (hi, h2*5itWi3ttlRl-*fcH:M 
4oT0~10©Ii^t 0 {B.U hi, h2fc<fctfh3£>ftlteO~l 0"efc5 0 X 1 
feitWPtt-t^VetlNH, 0, S, SO*fcfiS0^«r*^*. fflLU h2j&S0K>£#, X»*5 

*JJ, -0-(CHg) k 3 - (k3ttO~l iconic) , -(CH 2 ) fc 3-0- (k3f*0~l KD& 
W) s -S-^Hj), 3 - (k3{20~l l©It) , - (CHg ) k 3 -S- (k3«0~l KDm. 
W) s -NH-(CH 2 ) k 3 - (k3{20~l l©It) % -(CH,) k 3-NH- (k3&0~l 1(0 
Mm > "(CH,), 4 - (k4ttl~l 2(OmO , ~CH=CH- N -C^C- - 
CO-NH- -SO z -NH-?£¥(D2ffi<Dm?J:}?frmtf btlZ> 0 

L<, c x _ 4 tjv^uis, c 2 _ 4 T^tr^wtzZit 

^tix^x-h^^y^ymi K&tfz^y^ym^hx^x-b^w&m 

V^t>«tV\ XkLX<D2ffi<D&<Dm»&m±7!>ii&&LXmt:J&fitl,X^ 

(C x _ e ) T/W^/V ($k tf-Ass x.f-A'* -YV^ntf/K 
^fy^/K s e c-y^/K t e r t-^/K ^fvK «f V^^/K * 
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X^OT-zK ^Wftif) > ffllk (C 3 _ 7 ) ^p7;^ (#1, 
pf/K v^pi/^vk v^p^y^vK i/^P^^/K ^tv^-ff-Mt 
if) , zjVl^/K @& (C 2 _ 7 ) T MS 4 A* (®k Tir^VK -fx2\?*-,v^ 
■fW/lsftZ) % teft (C 4 _ 6 ) T/V3df^-*/^=/K « (C 1 _ 6 ) 

io x<d m^tix^xh^mt^mmi tmute&ttf) , m&znx^x 

^ytfymi K&ttz^yiiym^Lx^xhJ:^m$:&bLX<D mmts 

tix^x-bx^mmmm tmrn^m^ti fc^-o' m&istix^x^^Tf 

15 mi KWfz^y-vym^Lx^xh x^m&mt lx<d m^tix^^xh 
^r^mi bm&ftmftx) frtbmtetizm&mzi-zm^Lx^xhz 

mi T$.;m<Dw.mmm±t>m&Lx, m^r^/m w%.&. rh7tK 

pt°p— /k tf-^ys^ ^E7v*y>\ t°p— /k 

20 ^ ^^y-/^^^©5~6M^S^SmM^^7J<^Il^Fli@^^^^-C« 
^ 7ym, mi, JMK. n^ftif) s ^hn, v^ry, tKM, 

25 (#J, M)7/^o^f/K *5VK ^f-tvtab*) , ^P^V-fb&tl/WCb 

i^Cj _ 4 77^3riX 7- h*^, ath^i/ N 7°p^^ /b^X h 

(#!k T-fe^/K 7°p t°;Tnyvftif) , C, _ 4 T/vdfVi^/W/Jwv 
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5 (1) g&£ftTV>Tfc<U>T/l'3vi' (09;*. ff, ^ aif7K ^ntVK 

y^PtVK -Yy^/K s e c-^/K t e r t-^JK 

/K -Yy^yfvK ^-^y^/K ^yvK ^7"?vi\ rf^/K 7 s 
vyvfty©^ _ , 0 T^/K ^tL<«a (C a _ 6 ) Tfr*M££&m 

io (2) w&Ztix^x-k&^y? pt/^^ (#Rf^ -y^pypbVK -y^p 
y^/K -y^n^y^K -y^p^^y/K v^^p^^/k yryt^f/v/j: 

^©C 3 _ 8 ^^o7/V^iWfP,tt5) ; ^v^PT/P^Wi, -^yif 

ygt>^u -Ty^y (#k yy^y-i-y/w y y^y-2-y/v&y) % 
15 P^-y^yy-6— f/vfc£) fc£ Cfgp*L<tt, £Jtfcfctw 

T*iU tfv^P [2. 2. 1] ^y°^/K t*>y^P [2. 2. 2] **?-/K 
k'^n [3. 2. 1] ^ fvK fc*v^ p [3. 2. 2] /—frlti* (&£L 
< tt, 1 ~ 2 ©Mtt©JR^«r^ 5 ^ v^i/Astti £\ 

20 *fefcft*b<H:, t*^P [2. 2. 1] 'V/^/ufcifl ©5lMfi£5*£Hb** 
lyOvCfcJ:^; 

(3) Slfe^tbTV^'biV^T/^^/l' (f!lx.f^ T UMallylK ^p^/K 
2-^y-r^/K 3~^*iwV&^3it$c2~l 0©7/^=/K 8F*L<« 
ffift (C 2 _ 8 ) T/v^/^^^WfetbS) ; 
25 (4) glfe^^TV^-CfciV^y^PTyl'^/V (09*.tf, 2 -v* P^y^-zK 

2--y^ P^-^r-fe— /k 2-^B^y7 1 ^/Mf , /K 2— '>^P-MF"fe=/M 

(5) g&Sft-CV^fc^Ty/l/**' (0l*.HU y^~/w- c x _ 4 r/v^/v 
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(6) Hvu*A'&1ttiW&&]nX^Xh&^7'>/l' (0Hx.fif N ^^2~4©7 
if) &ifr«tffb;il2>) ; 

-f$^y-/K t^y-zK f-ry-zK tf^f-y-^K -fyfr/^K -fy 
drf-y-/K rb7/-/K t o yv^ N e^y, t'y^v^ t-y^y, h 
y r ywvft if w^d^ ra^*5 «t trasss a> i ~ 2 

7P^l~4i 5-6 MO^W^t^TJ^Tk^Jg^ 1 ft *T 
7F^£ft5^ fh7tKP77^ 7h7tKPft7xy, 

y^ s t°9yy^, tv<y^y, txy^ ^-^^r^y, 
js^ i ~ 4 ««r**r*-s 5~e RmmmMmmmfr b&mm* i «»i 

if) ;4WU\ 

±|BLfc (1) g&SftWTkiVVr/V^/K (2) g^£tl/rwb«£^ 
^P7/V^K (3) gtfe$tlTV>-CbJ;V>T/V^/K (4) fltfe$;ft/TV 
tW^^PT/^/K (5) -gife^ti/TV^tiV^y^yK (6) g 

Ms -7ym, MMs %Ms 3!7^*if) > ^P^ISB^fcttC^ _ 4 T 

4 r^^^^r-am^tb-cvN-ct J:v^C! _ 4 77v=»3rV y. 

7°n* 0 3rv^ ^b^^ h y :7^P y h ^ix, hy7/^Pxh^ 
if) % Cj _ 4 T^U^^iX (R -0-CH 2 -O-, -0-CH 2 - 
CH 2 -O-fcif) % jM'S/K C 2 _ 4 T/^/W/V (0J, T-fe^7K ^Pt° 
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rfwVftif) , 7 = -A>-fflR (C 1 _ 4 ) T/U^r/K C 3 _ 7 i/^P.7A^f/U, 

*>ta 7Ki?^s «fc£ftTv>Tfc±v^#-^a; (fck ^-/k c 

5 C , _ 4 T^*;VT % J N i?Cj _ 4 T^JVT 5 A 7 1 b 7 fc t°n-/K 

t>^s?^ t^yt^ ^uy, ft^*])^ <4%py~~ 

3dr^-*/^^/K 4&R (C 7 _ j 0 ) 77M/Vt^r^-*^=/K TJ/V 

10 ;u (»*L<»4, AP^y, /M3^Wb£*vCWC% (C x _ 4 ) T/v 
^/K ^n^WfcStlTV^fcivMBIR (C, _ 4 ) TAm*i/, 7i=;i/-fi 
* (C t _ 4 ) T/W^/K C 3 _ 7 ^B7^, ST A 

ft?) , =hP, sta 7j<^ fl»*K-cv^t>J;v^*-A« (#<k ^tf- 

— /K C t _ 4 T^/l^^ft if ) , m&&tlX\,iXi>£^T$/& (Ms 

A */C, _ 4 TVl^/lT % J , ! _ 4 T/t^/tT 5 A xhytKnt 0 

20 f^^v'v, tv^ys?>\ ^yy, ft^yy, tro— /k 

/K iS0 (C 7 _ ! 0 ) 79/^A^ff-*/!^^ ^7 C 

25 yJDR-T-^/tttC! _ 4 T/U3*^it&$;li-rvvr'feJ:v*c 1 _ 4 7>\>*?\> (M, 
^^M^aVrvvrkJ^C! _ 4 7;>3^^y (#J, * b^v, ^h^X 
^ (09, -0-CH 2 -O-, -0-CH 2 -CH 2 -O-fci?) , 7 
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-iSM (C x _ 4 ) TA^r/K C 3 _ 7 v'^PT^K JfcA'S/K C 2 _ 4 T 

tVK ^y^f-zK s e c-zf^s t e r t-^/K 

y.'O^vK ^^fvK ^^ri//K ^T^/K y~/K *fV}Vl& 

¥<DQ. X _ , 0 7A^/K «F*L<ttfi» (C, _ 6 ) 74/^/1/* if] £l~2 
HIW I/O vC * VVT $ y l^S LV\ 

fcUTtt, SfcfcHteMtfP, flftltW^JitWi 

mm*mfrtbmtfthtc^Tvm*ite^v3n (#*L<f*ifcv^2®) &i 

it/itlb © kiltfft 3IP]-£fcttMfcofc2~3ra ©SWMt* L7cgt^ 

r^^^^^j tuit 5~8ft («l<«5~6A) © 

— /V, l,3,4-tW7/-;K 1,2,3- 

f-T 9 ST9—^ 1, 2, 4-f7^7^;K 1,3, 4-f7i?7/^-;K 1, 
2,3-MJ7y > ~/K 1, 2, 4- MJ7V-/K r>7^ fy^>\ tf 

y^v^ try t°7^ hyr^>#) ftifaaptfbtu r^JSK 
^3Sas*aij t tTfi, 0g*.tf, t 0 u y v?^, trn yy, ^5 ^/y 4 
t°7/y^y, f^/y^ ^-y-^, ^f-v^vv, ^7^ 
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■tfbryfc£0>5~8ft (#£b<te5~6M) ©ISfpfcsv^^^p^m^ 

mmwmmm) h^m^t^mmm^mM^- 
nxtt£.n<D-W£&&tm\ Ltc 5 ~ 8 £®^$&tt»sit& ^ &mtf fetus. 

r £ fe lcg& $ tix v ^x h <t v w ^if y m*3rt 5 -on v9k&ti vx v *t t> 

E«**awfeft$. 
£ t-cfi, 5-6 Ao-&2*a*ma£^0* b < , mm 5-6 ao^fc*** 

bV\ 

±fB5£<t\ s£ 

I ! 

— N-X— A 



— N-X'-< } 
V' 

V^C : _ 6 T/u*7Pa£&jj*U R 4 £ R 5 ttJfc£bT*S:JI&ftbTt>J:V\] T*^ 
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fctta rc 1 _ 6 r^i/vi «9F*u<tts _ 4 r/^uym) j 

C, _ 4 TW^TSA _ 4 7;^7^y, fh7t Knt°n-/K 

t^y^y, tr^yi?y, WMuy, fn-vw <<%?y~ 

(C 7 . 10 ) 77^^^^-^/^=;^ tf/w^^/K ^C,. 4 7 
fcteC^ _ 4 T^=^^-T?g^$tlTV>T 1 bJ;V^C 1 _ 4 TVl^/V- f>y 7 

/^n^ MJ7/Wtnxh^^if) % c, _ 4 7;^uy^^'> 

-0-CH 2 -O-, -0-CH 2 -CH 2 -O-fcif) N 7x^-jg 
M (C x _ 4 ) TV^/K C 3 _ 7 ^c7M/K C 2 _ 4 7 JVf) 

A*y*/VsJwK ^y^A-tfwV&i?) % Cj _ 4 T/V^/V^/V7^=/W 
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(0!l> ^^/vy^-zK ^y^/i^^/P&if) ft^bMtiSffl&g 

-fy^/K s e c-^fvK ter t-^/K ^y^VK y^V 
^/K ^tf^^VK ^v^Vft^M (C x _ 6 ) T/l^l^#W£>ft 

So 

^/K (09x.fi& rf7tKnt 1 n-/K M^yVz/^ t^y^:/, ^*y^ % 
ftT^/g&£? ; £bfc0&L<&, tfoyvV&a »J&UTVvCt <U\ 

^ 7vm, mm, , ^ta *s&g, 

/Hk T$y^ TJ/vtf;^/^ ^n^Wb^tiTV^Tt^Vvd _ 4 T;^ 
(#l> h!)7/^D^f/K ^^/K ^fyufcif) > ^n-T^te^ftTlv-Ct 

!)7/^D^ b^y, hy y/^p^c h^r^if) , c 2 _ 4 t/v# 

Ursa**, x' ' X7F$tiz> m^nx\^xhi.^c 1 _ 4 r^uymi 
T <d 2 4ff0££S*T LTV J; v £ NtKft t> o £>;ft 5 0 

IB (#*L<ttlfcv>L2» ^WTt>J:^3~8M©^^*aifc£;&s 
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Ti?7i?>* fcf^y^y, ^*!J^ t°^7v^y N T€f> 

ft if© 3 ~ 8 M («U<[i5~6M) ©lSJft*fcf45Fiil» (#*L<ttttft) 

a: 
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5£ ( I ) -Q&$M\\&m(Ot£fr-T*^ t V t>n. 
3' - {[{2-[4-(7 5 / 7i=/V]xf^) (4-7cc=/vy^/^/V) 7 
5/]^ ^/H-N-[2-(l-t°t3 y ^^/V) cc^] [1, 1' - If 7 3i ~>] -3-J& /Utf^f- 

3' -({{2-[4-(7 5 7 J*/^:^) 7i=^]if;V) [(^VvVv^v') 7-fefvv] 
7 $y } * ^) -N- [2- (l- if p y j^/v] [l, l' -if 7 * ~M -3-# /vtff^ 

n- (2-7 5: y ^^yv) -3'- { [ [3- ( { [7 ^ y (-r ^ y ) y ^] 7 ? y } y j-M 

(l-i-?^* *f-j\<) 75/]^ i-M-i, r-\?y^ ~/W2-# /VJtfdMJ- 5 K> 

N-(2-7 5 y 3i^/V)-3'-{[[4-(7 5 y ^/V^=7W)^y^-r/V] (l-t7W 
;i>) 7 5 y ] y 3vM -1, l'- if 7 x ^/v-2-^7^^>f - ^ Kfc * t < JB v> h ti 
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ftm&£k<D&<Dtmti:m t l-c«> #j;ttf h y y s >\ h y 
•r/nfe % js&gt -rwv^ =»/>^Bt y^=^> y^ 

15 ti^o 

ffi.m<k7$;Mk<D&<Dfmts:WkVX}%. mX-ftT^-is* Vi?** 

3ft5fb^#?*$fc^fca*£fctt, «#(&3te^£ai#jii!fcJ:!K (S) ft, 
25 (R) frK£flH-3££#-e^ #*03fc^flH4ft*e>W!:9"fe5ft©v^nfc 
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ft£$ ( i ) \zMm-z>\Y&m, -rtthmmmmik. ss^ M$rmm*m 

(I) fca5ft-*-5ft£*a:^$. ft£$ (I) O^oK^y^Um ft 
5 (I) ©T^/^T^Hbx Mifeft£*ifcft&*J ft 

(I) ©7$/S^ ^f-y-lVvft, 7?-/Wfc, ^v^vr^y*/^ 

*v^5vWb, t e r t-:/^/Wfc£*bfcft£«&fc£) ; ft-Blfe ( I ) 
10 ^TiX/HL TVMvWfc, !9A/mft> K5M^£*i/fcft&» ft&tt ( I ) 

i/~Mk s y-^VMt, Ty~MK i^^vvrs / ^f;^^^Mt^fitc 
ft£4&ft£) ;ft«a* (I) ro^/v^^v-y^^^x/Wbx TSKftSftfcft 

(#k ft^ (I) (^^/^dr^^^/V^^X/H^ 7i=/l/x^f 

^ ]) z^/u=n^Mts 1, 3-^-3^1^-4- 

fif-frT^ Kft§tifcft^»*if) ; *W«£tf Wis. £ft&<Bft^tt£ft:& 

20 fto*Sfc±oTM (i) ja^jefii-^iias-ets. 

*fc* ft-^fe (I) ©/n K7y^it, J£JU*J£l 9 9 0^fiJ rgn&^n 

ft#^ (i) nm$.7um 3 h, 14 c, 36 s, izb i^^) Ka-mms 

25 tuTV^TtiV^ 

*3sw©ft-a^ (i) sfcwai^ttKiffW^^fifr^E^u 
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m&mm&R^btis mmm\^nmmi mm. &&n. mmi-.m 
^Lxia-a-^tiSo iMgi^ct, mm. mum. itmitez 

5 7 !> y /i/gfflH- h y v a, 7 ? y ;vr ? / M^m.. v*/* mt 
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5 

io ^ (i) xmtsti%ik&m-£tc\$z<Dm*, mx.^^—^nz.x^xmm-r 

ZZ.ktfX%5 0 
1 




K4\ #f5-§-fStfr|B<b[^l^^^-ro ] 

^ (i) xmztizik&miitctezvmt. &,(u)xm£tiz>ik&yot$: 

15 R 2 C00H -e^^^S^/^V^ ZOEfc\mmft*tcteZhb(Di&t%mm*, 

&mxhft&m.m<DfttET, m&ftfem^z zkizzv mttz z. t &x% z> 0 

hn7x-;^f;K N-t h'p^^v'W; K^*7vk ^y^y^n 

tiZo zo&wmt vx\% Mz.it, ^ -cooh xm^ti^m^ -coq 
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* y ^^(D^MSfcs v^(iT/^7J y ^JS^fcteT/v;*; y ±m^»^: 

tf, ^^hyi7^, ^@£#y*i^) , r/i-7jy^M^fc(iT/^y±^jR 

* K^oi^wtit, h yr/-/v- 1 -- r ^- h y * r 
-tvv— h y * t°p y vV^/^^^i^/^P y j y 

v?rc^u N v'^^^/^^-^^y/UT^K, N-t Kp ^y- 5 -//vtfU^^- 

.^/H^LT, it R 2 C00H T^^^xSTJ/^V^/cfi^cD^O. 5ft^Ll 

— 5 0 ^ L 2 0 0 °C\ L< (i- 2 0 ftl^ L 1 0 0°CX*h <0 , £j£«fiO . 
5&^L9 6W^L<fiO. 5^^L7 2^-C\ J; <9 L< ft 1 ftl^ L 
2 4WCfc6 0 
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5S (I) T?&$*L5fc^£fctt*©:£Wu «itff^*-A2fcJ:oTt>«3ft 
2 




5 5$ (I) ^Sft5fb^*fctt*:©£«\ 3<:<III)-C«$*i5ft;^ 

£i^*fc*fctt£*Lb<0:!fci* ^ (IV) «$ft3fc^*fcr±*©£i:«:* 

5£ (III) "C«*tL5ft^*OR*Sttl|#ft:tbTH:, BHtek*5, 

yy K*>*v>w:ffi^«ii*«f (#k ^^/^mt<DM7km, ^^mmtom^. 

&fo<D&, -C0OH X*m&tlZ>m&&, -COQ [5£<*>, QttjftfliS C0!l> /Ma^^Ht^F- 
20 (09*.HT, ^PB^y, ^BBS^, ^nptfvW^ M«^) s 

it, h y ^t-jvt s: 4 - ^;wr ^ y t o y v>>\ n, n-^-t y^o 
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wj*m . TA'*9M*itftTA'*y±mMiKWt*.X!M. (marts 
xmitm mz.&. *Mki-hvt±s 7mfo*v*j>m ww&^So m 

10 y/ur^K^WbtlS. ^tLbtt¥3!llfc5VM^ l-t Kndf-^^y hy 

i - 1 KP^i/- 7 -nMv>/ i- y ry-y^i: 

V>-Ct>J:V\, i©£#5& (III) -C^^ttS^^/t^^l^/H^LT, 

^ (iv) Taes^sfls^ifcftfctt^^fio. s^uio^i »*l< 

15 (3l&^L6^/vi$i;ffl^ibti5= i©i:tRlSta^W: % -5 0^U2 0 0U 
^t<li-20^L100lC-efet)> KJ«IB!f±0. 5fcV^L9 6I$IH!£P£ 
L<teO. 5ftl^L7 2BtiHK\ £Dfr£L<ttlftV^2 4f$|i8-t?ifc5 0 

5* (II) T^£*b5{l5^*fcf*t©&r±, 0>Jx.^^r— 3 laotSlilt 
20 5 £ s 0 
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■to ] 

(VII) ^$ft3fc^*fcf*toi&H:, ^(vD-c^sttsfls-a**^ 
•ef^o fflv>5ss?fftt urtt^tf*, T7V=-^^ (09*. tf, 

^5vi^-7VK fh7kKo77^ 1, 2-^ h^sc^y*) % ^ 



WO 02/00606 



PCT/JPOl/05541 



74 

moTkmim nmt-r v y im.\w y tJ»m) > h v ^;vr 

^°7^l7i>s 1, 1-^ (v?7i^^7^/) ^nir^v^PP/^^ 
£A N ^pnt7 (MJ7x=/^77^y) /^^A^D&^Wbti 

fiO. 5&V^L4 8 B#TO£L< &1&^L2 4B#P B 1T'&5 0 

it (ii) r^^tis^^^fc^^ft, mvii)xmtstiz><k&yv£±te 

(tfiJxJ^ ^PB^y, ^nni^y, ^pptJvK^ raft 
20 fc$m , T/W3-/vm« (#J;Uf, 7<*y-/K ^^/-/K n-7*B/V- 
A\ •<y7 p P/Vwl^) T-feh=hy/K N.N-i^^tfvl^TS h\ 

5t r 3 nh 2 T^£ft5T^;£fcte^:!&££, ^JiTK^b^t) ($l;ttf, 7k 
ZT^>-titz.teZ<Di&%0. 5&^L1 0^/H3*, £f £ L < « 1 ftl^ L 5 ^/i- 
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ft 2 0 fcV^ L 1 0 0°CT*£> «9 % SJfrfflteO . 5 ft^ t 9 6 BWIJflP* L< tt 1 * 
^L2 4«T*fc3„ 



55 (ID ■V&£]nZ4b&®*tcteZ:<Dmz, mx.&x*-J»4K£<DXi>mk 




5$ (IX) T?*3;ftSte^Sfctt*0ifcH:, 5$ (VIII) xm^ti^>{t^t.tc 

5t (VII) ^$ti5<b^*fctt*©*^©SlSK:ov^TW*Lfct>©fclBI«l 
* R 3 NH 2 ^§H5T$^*fctt*©*£tSrJg5n«jT5yfl^©^ 

<9 saii-r 5 r t s o - oastiSWB^^-A 3 (vii) xm&ti 
zfoGtotLitttzomitt (ii) ■e**tt*fl2^**fc»4*oii:^©Rj*^o 
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5£ (xi) x*m $ tiz>fc&mt.tz\tt(Dm*, & (x) x*m ^^i^m^t^t 
a^mit m*) *fc{tr;v*y^mco7K^« (0B*.tf, yvvj*, 

^k^y^As TkBMbU^pA^) &fflVvtOftV>Ll 5 £P£L<te2 
=*(ii) "«$*L5ft^4fe*fctt-t©*tt, a:CxDT?«*ii5ft^ ^os 



5£ (III) «$ft3fl^*fcHc-*©iiH±, 0iJ;itf 5 {cioTMit 

JX^r— A 5 




(X) (XI I) (III) 



* (xii) x-m&tizik&yntitctizomz, tm(Dx*-*4-cw&m*w 

TjkLtc^OOxm^tl^it^t, 5$ R 2 C00H ^tf^S 
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^ an) x*m£tiz>ik&mtcm<Dmz, Mii)xm^Mit^m^ta± 
\twiB^-^4(D^a)xm^ti^it^^tcit^(DM^h^ (xi) xm&n 

z<D£?} t cLx'&t>nzfc£y!) (i) \z s &%i<D#Mmm*m, m*.&m&, 

(I) fcPI«3fcfiSrmL-CV^t>J:v\ 

;V/*/V5j?=./V (#]x.fc£, T-ir^/K 7°n t'^-^v^if) , */V^K 7^=-;V% 

3L hdf^#/U7f?^/K t--/h^^/^=/^^) „ 7i=^'/*^#= 
(08*.M. ^yX^^fc/M^/vftif) , C 7 _ 4 0 77/^/^^^^ 
jj^/v M*.tis <<yi?A>**i'*A'tf=iA'frX) y MJTvk 7 9*4 friz)* 

AX, 3!?** if) , Cj _ 8 T?V*)\sl3>Vif^)\, WfLfts TW/K 7*W 
TA^A' (0H;tfi, 7°PtVK ^y^nt'/K tert- 
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5 *?VK 7°PtVV N fy^ofcVK tert-^ 

, c, _ 6 r/v^/v, c 7 _ j 0 77/^/k =■ ho as* 

15 y- (J.F.W.McOmie^ 7" W"^:/ V**t) (CfBfc^SW flSJBV^jfxSfl*, ^ 

Mam fll&jm 3»5c. 3t«, t K7^, 7x=;n: K7 

20 *m%<n>tt&*to ( I ) 12, S&^G P R 1 4^1*1^50^ ©jfa# 

R'l&aewfcL-cMi-sii^'TO-c*)*^ fc^-ct, ^jes, 

25 iftlfiUEES, 'ME** IWVa^ftM'ftil, 

£bf^ #»93©fls£* (i) ttx 
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(I) ©GPR14 ffifffl k LX<D 1 0 S ft V) A 
g) lA^/c<9S«^ ffe£4fe (I) ] kLX®0. l~100mg, 

0^fc!9 lS:l|sIXI4 2^fe3lHl^JtTS4-t-5. 

(I) ft, it&JhJEEgo^K-tea^fcif) k 

98&m\c.ftmzM mm, &&m, ^mi^iftm^Lxmmu 

te##r3fc*©*SWE* y b * if) fc if t^wwgasBi**^*^*. 

btizm<Dm&\<D&fc$)teMkLx\$, ' 

=i?bfv N 7Ans;ifyftW , a*fctt0g&#3g»r3&ft£) ft}?; 

mm (t;^^; y& x xt vf9 % if (ox? = 7 % vwm # ± v p d e i&« 
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SiTU^ny, &J:tf0XBr3& Ca^m^if; 

jfiLfcfcjffw&f&asg : jfo.«giut|i cr ^y ^ h y ^y 
a, * , ftjiuMRX C^J. Txt°y^ ( * 

SiLffttaai: =7*^tr^, ^Vf-T^A, =37^, ®5iM^if; 
«11:«ATP-Kffl Mq& Na-H$iISE ^Kt^ 

y5t##fWM^^/ttift^) sr^n-5c -f&fr^ (i) y-^hx 
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So 

m rzjvi^eyj t utwu /&r*/we-> (gh) s ^*/«yii 

(GHRH) > ¥^H»*/^>- (TSH) x ^o^^f^ -Y V* 

5 aDyy^^^p^yr^^ — l (igf-i) jfef rt&igJitH* 

(vegf) ft^saiswfeji*. ft r^sfgtt^Kj kLXft, mt-tt, ^V7 

^x^^r^^/Wtfy^T^K (VIP) % #*m;v x ?J\>%dry1& 
^^K-l, T^U^ f-^^V^-P, CCK (=tW$/* hdr^y) % T 
V* — (IL-6) % ^f^-p>f^-l (IL- 
10 1) t$i^(O^V^-n4^:VU, TNF-o*iTOf->r *-^hn 

Mx.«, (i) (i) TSHMig, 

tttt¥ft&& v i pm&m&s yfi&wm&am, h y ym^mm, << 
20 y^yy -y m wmmotmm, ( 2 ) ^ y 

m&om *mm&mm, mmmmm. mmmmmm, Y-^mm 
&&&&&&&& ¥) <D%mms ( 3 ) «>r ^ y & 

fc£©j&*3& (5) ~.y 3/^^- • t'n y 

(#k h y jioaifljadft if) , ( 6 ) ftftflUEitmsg^^ 5 r 
^Mit^^mmbt^attti^^s-rsTm (#k short 
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bowe iffift#fc£) % mt^mm^ifomumm-r^rm. ftxm^mm 

m ffw««jpiiiit3BHi-5T*«if©ii&aEjii % (8) yi/visy&ms m 
?v->m, &matii&* t?<Dmmm. ( 9 ) js^£ & «^ (#k 

nam, JfflM, MM, tt#AM, ffitttt&ln 

mmmmm^bm^m > sit K&<D=f® • t&sm (id -kM&mrn 
wa, ffpssk 5^jMf3eA©j&*e& (1 2) &^fcffrB«£a?&tt« 

7i/^Hi*^w *w ©i&sas, (13) wmmmwmzi' 

0^ hr^sh**, wemm. &mmttM*i?G>fttm. (14) «a 
(Mx mfomttif) %i?<Dmmm, us) im^rvrmsm, imvj^ 

mmm^s im, jfr^ mat. t/i^-/m$j!t^ awsm. Bmsm. cm 
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=»-^l4lf^^W-^^i:t"C^t?fct)> (l 6) li^m ikm, 

mm, ^m£b'<Dmw£tic-b%^tbti, (n) isttfcsv^tt^g 
if) ) ©#ww iiiattt^ffc^, 

(18) ffrg^ (I) lcil«*fcf^S*^^f^«r^urttJWtt4Wt M. 
Z>m&<o<< Sfctt, (19) <b«(Mfe (I) fcitjftSfcttjga*^ 

(c:sstr2) , ft&m (i) zmm&z^tej&&*^><Dftm%i}im-tz>B 

^oT, (I) «\ ^^/we^IGF-lOTO^jEH-t-S^^ 

m rjfcjMvwey* igf-i ©TOi-^H-rs^S • ©Row • teffcj £ 

LTfi, (IS) *fc»4*tt#tt (US) MFJRA* fcSVMlc 
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#±tfga£&©gfe£, tpn (&ti-#ftn$£) o^os#^Mii^ge 

v yjkmo^m, $m%o>ffi& 

if) tmm'fzz.khvtZo 

y Kft a % w-^ y = k> ^ 9 y = K> 5: y ~ k* if <n4 y* 
v yftmi&mm -.th?**^ 77*^ ytewwri-j pan* an t 

20 m%1-5Zbtf&%5o 

-ftfc^ft^/^y^SriSii-rS^/^y (#S*.tf* GHRH) 
fiGH, IGF-1 i^i-SwifBTlBTffcSo 

25 &<5 0 



WO 02/00606 PCT/JP01/05541 

85 

&J*<Dj3mz£98%z*K mn&s-ow&i&A (MsoKg) ias 

1t9mm&& (I) ] tLXmo. 05-1 OOOmg, ft* 

L<i$ffil 0-1 5 0mgt'$)5„ 

5 &rr\c9mm, mm. ##m, &&m. mmm^u htm 
io mpm^-: 1) 

t hGPR14* V^^SCSra- K-T 5 cDNAO* ^ JJ --Vt/i^/B Lfc-£$DNA£ 
t hGPRU^/^SCSr^- Ki-5cDNA<£** U --V^fcl^/B Lfc-a-fiJcDNA-S: 

15 ^i- 0 

5' «j^$ijps^*sai iiDwmrsmmm&imzfr, 3' {n^jiw^spe i 

©»«H*« ffiM&mWlM * t h GPR14* McDNA©^Sia^J^^-To 
CE3W»: 4] 

20 2 tW^ftfc t hGPR14* 5 /M^t. 

#%#j4t?-a^ScLfct h • SSTR cDNAcD«Sa^J^S<3V^cDNA^-]; =N"-S5-1 
[IB?lJ#-5§- : 6] 

25 $| 4 -C^jft Lfcth- SSTR cDNAO&gfOTC&^V ^fcDNA^" y =*V-S5-2 



#%#J 1 fc h#&|£&*cDNA£J3V^cPCR*fe{C £ 5 1 fGPR14S^cDNA<Oit 

41 
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t h#&»&cDNA (^^r^ft) ZffimtLXm\ SB^IJ##: 1 *5«fc 
2. 5 m Is ^J$Mk-fy^-^— #0.2juM, 0.2 mM dNTPs, Advantage2 polymerase 

mix (^oyfy^tt) iMl*3J:t^^}-#^^y7r-T% li&JfcllSSO/z 

£JBV\ 95t:-60#OM(D^ s 95°C-30#, 72°C • 3#£>1M ^/Mr5EI^ "9 51 
U ^Ct, 95°C • 30$\ 70^ • 3^-CDf-^ ?fr*5mmfeU £ bfc, 95°C • 
30#, 68^ • 3^^^-r^/V^20[H^(9^LT§#}c:68 <> C • S^M&fcfirft ofc< 
itipg^^^^ 0.8%T#a-*^/vm^M<£>^ Klfe 

gM*0J 1 Tfff4ofcPCR|6©SJSj»tt0. 8 W)fiftR7Jlfn-^^^V^ 
U V K©g&#&;& ^ y y "C$J 9 fctt Lfctl, GENECLEAN SPIN W tlO 
ltt) Sr/BVvtDNASrHWXLfc, Eukaryotic T0P0™ TA Cloning kit Mlslfh 
n^tfc) ©&#K:$V\ (HlJ|JiLfcDNA^I!j«M^ffl7 , '7^^ K^**-- 
pcDNA3. 1/V5/His-^ n^^^LT^^^^Sffl^^? KpcDNA3. l-hGPR14 
^r^^LfCo ifrlSr^S'jE y t7 (Escherichia coli) DH5a competent 

cell {^AtT^^mbfc^, cDNAffjtAltfJt£*lo* P->-£T> 

tVy ^^tfLB*^M*T«L, 8«IUfco**ttSrfflV^^HlU-C?Wt 
flEtfe^E. coli DH5 a /pcDNA3. l-hGPR14£#fc 0 ill* © * a — V fc° $/ V S 

^■atfLB^T'~Sfel^#b, Quiawell 8 Ultra Plasmid kit (^T^tt) M 
WCT^S KDNASrPSibfCo P»Ufcm©H»«rfflV^TIWRRB!«Kal IK* 
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fc 0 ^Sia^lJ^^^CO/cfeCOS^^DyeDeoxy Terminator Cycle Sequence Kit 

GPR14it^ (EP 0 859 052 Al) ©E^JOS' {Ifl^Sal I«@E?IJ»#PU 3' 

^r: 3iSXXmym^ : 4) 0 fcfcU I2^J#-^ : 3©t hGPR14»fc^<£>IS?IJ 
^1133#g^SM## (EP 0 859 052 Al) XnCtmW.£foX^Z>j!)K *M 

i&mx&MLtcmqxmxhvtc. ^■ftMommz^x-hmmzthtcT * / 
mm-xh% a 

10 

#%M3 t hGPR14^mCH0«<D{^ 

#%#J 2 -C^M L»SC3te$|ftE. col i DH5 a /pcDNA3. l-hGPRHSr*^^ 
PlasmidMidi Kit (^T^VIfc) ^V^tpcDNA3. l-hGPR14(D7°7^ ^ KDNA^fi 
MLfCo rtbSrCellPhect Transfection Kit (7v;/tA7 7/Wi/7/Wtf 

15 ?m *m ^ffiM<V7u h=t/HC^o TCH0 dhfr-»iC^ALfc 0 10/zg^DNA 

^^^^i.i:CO*M»^L, 24ffittT(C5 x 10 5 ^fc«l x 10 6 ^CO 
CH0 dhfr-«^rSSLfclO cmv^-McM Lfc 0 10%? v-^Jktf^tfMEM 
aig%T*lBFePg#L7e:^ IfcftU WWfiTJfcSO. 4 mg/ml<£>G418 (3r:/=t 
BRLtfc) fcJ;m0%»f>v'l&JMM^^tfMEMai#ift-eJ##Lfc o «igifi^T' 

20 t|«Lt< 5t bGPR14^CH0,«-C*fc5M^» (CH0/hGPR14) ©nn = 

1 t KPR14imffl«M#<Z>M 
1 x 10 8 {@C7)CHO/GPR14$Bfl&lU0 mlO*^^— My7r ta (10 mM NaHC0 3 , 
25 5 mM EDTA, 0. 5 mM PMSF, ljtig/ml pepstatin, 4/zg/ml E64, 20jug/ml 

leupeptin) «r«*PU fny (12, 000 rpnu £ffl^T$#L;fc 0 ft! 

m#»» (1,000 g, i5#m) Lx±mzntc 0 mz.z.<D±m%$m>b# 

m (Beckman type 30P— &^ „ 30,000 rpm, lBfffl) U #£>tlfcM#j£fc f 
GPR143§5lCH0iBj«®#£ Lfc 0 
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Mg^25/ilO0.4 Mg^^y !7A (pH 5.6) 1^8? U ^^200 ng£>7^ h 
^-a-*^— t? (fPft«) ^D^/c^, 1 mCiO[ ,26 I]-3^b^hy 

(Tv^A^T^^T^^r^th) *5«tT>*200 ngO««* (10/iD 
*Mk.tz. 0 ^fiT*10^^#*Lfc^, $ feiC200 ngOiimtt^ (10^1) 
X.T10^rBl#Sb^Ce rftSrTSKgel 0DS-80T S ^7-^ (4. 6 mm x 25 cm, h — V 
?rlv^cHPLC{cJ;o-Cft^U [ 1!S lMth-)Pfy^II &#fc 0 

wii &m^itii&&mf9m 

t hGPR14|gmCH0^iteMa^^)II«W^ (20mMy 
(pH7. 3) , 150mM NaCl, 5mM MgCl 2 , 0. 1% BSA, 0. 05% CHAPS, 0. 5mM PMSF, 0. 1 n 
g/ml Pepstatin, 20jug/ml Leupeptin, 4#g/ml E-64) t^^LT x Pl/^fK 

S/-fe^ffiJ^Ili^^85julTo^aU ^^£M^5fcfeianM [>"I]««t 

WT*5^Sf§»^L«5^1, ^#^^#«rp-<5fcJ?)(ClnM [ 126 I]»5 
t h^p^^iyyil ^tfll^MfMlOMU 20 i uM^T'l'y h-^RWfct h 

%%mffi&x*5®mmzifc®.LtcmiJiU inM [ i2s immz y^^wvn 

M»0.2ralT'3lH]gfe^Lfem> W^P^yf20 ('«s>#- KtfcSD ^r20ju 1 

S&JP U WcMm&Z YyzfXVVY (/* - Ktt) £ 5 » Lfc 0 

£•1^ ^^^^#m^-g-Sr^Dfcfifr*fe5, W^fe^t hGPR14^ 
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#HWtS^lJ:»^5Jt*T?**ii5. I»ft^ft©t hGPRl45i£<a^tt£ 5 0% 
C*l] l^-f 0 

0*1) 

mifcM4<Dfc-&® 10 nM 
£)&MQ<Dtt&Q0 1 3 nM 

it 

GPR143§*|CH0£P»96:A:7V- h {CI X 10 4 cell/wellTiSffi LT48B#Hiji#* 
U ■e©&JHMS&20nM HEPES(pH7.4h 1% FCS, W^Dy-^M'/hW 

F1U03, 0.04% pluronic acid, 2.5mM probenicid Sr^tP^ffl^ y 7 7 — 
TRfom^ y7r—h n&) % 100 n Up x.X 3 7 W 1 l$WKJft $ *fc 0 
^y77-^l, gfe#-^y7r-0.2rair»3Il]^Lfcm> 7^Ff| 

K^i&^wwt i o mmmzw vtcmo T*s9*-x\>vm 

M»FLI PR (0#* T^M±) XMfeLtCo *<Dl&m, 

Witt*, *©«fc5Jfc*Q!*^J:oT*i3gi-5ifci&St?t5o 
l. 
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( 1 ) mmm i xnbtitcit^m 4 o m g 

(2) 7$ V— * 7 Omg 

(3) m^Mi^**-* 9mg 

(4) ^77!)^^^!)^ lmg 

Ijj-f-tlV 12 Omg 
(1) % (2) t (3) %>£X? (4) <Dl/2*miLtc^ mUKtZo Ztl 

iz.m<D (4) zM^xm^tty^istizf^Mmxirz. 
2. mm . 

( 1 ) mmm i r-# 4 o m g 

(2) 7^ ^ 5 8mg 

(3) a — V^^— ^ 1 8mg 

(4) afe|t/>P-^ 3. 5mg 

(5) ^fTD^v^^^ 0. 5mg 

1^ 12 Omg 

(1) % (2) , (3) , (4) <D2/3*3j;tf (5) <Dl/2*Wm, JM 

fc-rso zti\mv<o (4) (5) &z(DMmcM£x&Mt£toEj$mt 

<5o 



ymmm^&^x hplc \my<ok%itm<o^\c^m&\^ito 

mim%s : ft«Kfm LC-10Avp *S*7-J* 
&#A 

*7A: CAPCELL PAK C18UG120, S-3 pi, 2. 0 X 50 ram 

#g£ : A m ; 0. 1% h y 7^*nB» B ffc ; 0. 1% h y 

^rr^h^hy/u 

{fy*j3Lls biH^/V : 0.00 # (A $/ B t = 90 / 10), 4.00 # (A jft/ 
B m = 5 / 95), 

5. 50 # (A W B % = 5 / 95), 5.51 5> (A W B $ = 90 / 10), 8. 00 
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ft (A m/ B m = 90 / 10) 

£A* : 2 |il % ftfiS : 0. 5 ml / min, : UV 220 nm 

£#B 

# 7 : CAPCELL PAK C18UG120, S-3 |im, 2. 0 X 35 mm 
5 flHK : A ffi ; 0. IX h y ^fTk, B $ ; 0. 1% h ]} 7;V**mfe% 

^7 MNf ^/V : 0. 00 # (A B f& = 90 / 10), 2. 00 # (A W 
B = 5 / 95), 

2. 75 # (A B m = 5 / 95), 2. 76 # (A B $ = 90 / 10), 3. 60 
10 # (A m/ B ^ = 90 / 10) 

&A* : 5 ft& : 1. 0 ml / min, tfcittfe : UV 220 nm 
TfBliiMc&^T^**^ h/V (MS) i±^TO^#(-ilpj|iJ^tfc 0 

4jr^\\3&\ ^%1£\Y&4 (Atmospheric Pressure Chemical 

15 Ionization: APCI) f; fcftH^R*-!' ^Wfcife (Electron Spray Ionization: 
ESI) 

TIB^^r|^c:^v^T^HPLC \z. £ 5^tt^T^#{c: J; 9 ftotc 0 

*7A: YMC CombiPrep 0DS-A, S-5 um, 50 X 20 mm 
20 ^ : A m ; 0. IX b y B m ; 0. 1% h y yjvjrumfcS 

^7^xy hf-^ ^/v : o. 00 # (A m/ B ^ = 90 / 10), 1. 00 # (A 
B m. = 90 / 10), 

4. 20 # (A ?£/ B *R = 10 / 90), 5. 40 # (A tt/ B * = 10 / 90), 5. 50 
25 # (A B m = 90 / 10), 5. 60 # (A B W. = 90 / 10) 
UiM : 25 ml / rain, : UV 220 nm 

3' -{ ( {2-[4- (T ^ / */V3jWl") 7x=/l/]xf^} [ (E) -3-7 ^=/V-2-y P 
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4 M T % J ) * f-M -N- [2- (1- 1° a y i^;v) ^/v] [1, 1' -tf 7 * =-M -3-* /w 
K 

1 ) i E— N- [2- (1- 1° p y v^/V) 7 x /Vtf^iJ- 3: K 
3-^0^118 (5.00 g) © N,N-^^fMM7? K (DMF; 60 ml) & 

5 l-(2-T5y^^)t°PUv ? > (4.34g) , i'T/y^if/V (5.57 

ml) &&X*hVx?-;i,T$y (10.4 ml) fcJ|l*.aHtC 16 «ii#Lfc 0 K/£ 

&k (6.31 g) £#fc„ 
10 l H-NMR (CDC1 3 ) 6: 1.70-1.90 (4H, ra), 2.50-2.60 (4H, m), 2.70 (2H, t, 

J=6.0Hz), 3.45-3.60 (2H, m), 6.86 (1H, s), 7.30 (1H, t, J=8.0Hz), 7.60 
(1H, dm, J=8.0Hz), 7.70 (1H, dm, 8.0 Hz), 7.93 (1H, t, J=1.6Hz). 

2) 3'-^/V^/WN-[2-(l-tf P y *?=±;V)x.*?-;V\ [l, i'- \f y ^ ~M~Z-jj 

f-s: K 

15 3-^a^-N-[2-(l-^n U ^)xf;P]7i=;^/^^ft^ K (6.31 g) 

<DY;V^s (50 ml) WffliZ./^yW'&'r h y y^-frftxyj y 

(735 mg) &<fct>'2M h V (21.2 ml) ^P*. 3-*^ 

/^ny| (3.49 g) <D=z$;~-;V (15 ml) M^Px.T90°C "C 15 titmW* 

20 ^-C»#M7KM^^^!>A-e^LfCo ^J£T«^@*tT^S{^ 
m (6. 83 g) £#fc 0 

J H-NMR (CDC1 3 ) 5: 1.95-2.35 (4H, m), 2.95 (2H, ra), 3.30-3.50 (2H, m), 
3.80-3.40 (4H, m), 7.40-7.60 (2H, ra), 7.76 (1H, dm, J=8.0Hz), 7.85 (1H, 
dm, J=8.0Hz), 8.00 (1H, dm, 8.0Hz), 8.09 (1H, dm, J=8.0Hz), 8.25 (1H, 
25 bs), 8.40 (1H, bs), 8.41 (1H, m), 10.10 (1H, s). 

3 ) 3' -[{2-[4-(T 5 / */V*-/v) 7cn=/v]rc^/u} y ^ J } fVV]-N-[2-(l- 1° 

p y *?=.A')xf'M-W, l' - V7 K 

3' -/jvl^7V-N-[2-(l-fc°P y ^=.;V)^M [1, 1' -If 7x^/V]-3-*/V^^t 
5: K (3.81 g) <D*?;~ ;V (50 ml) SBfclC 4-(2-T 5 /^M^y-V 
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*>T* K (2.37 g) &£Tf ^V**.y-i/-zfX3k (4.0 g) ZMtLKl^ 

rn.rn.-v i.5 mmmwLtc, EJ^m^^hvn v*??^ (thf) -e«uh 

/V— THF (1 : 1) <Dm-&mm (lOOml)iC^U imfc*Vmi- Y 1) V J* 

5 (o.89 g) zmiitco K&i^^afsnwi, mmTmrnz^htc 

m^y*isv^vmku MjEET«?rw*Lfc 0 mm^^^M^x^ 
asu um&m 0.71 g ) £#7t 0 

'H-NMR (CDC1 3 ) 8: 1.75-1.85 (4H, m), 2.55-2.65 (4H, m), 2.78 (2H, t, 
10 J=6.0Hz), 2.85-3.00 (4H, m), 3.60-3.65 (2H, m), 3.87 (2H, s), 7.05-7.15 

(1H, ra), 7.20-7.60 (6H, m), 7.65-7.85 3H, m), 7.84 (2H, d, J=8.4Hz), 
8.05 (1H, s). 

4) 3'-{({2-[4-(T ^ / ^;Vt^=^;V) [(E)-3-7i-/W2-7'o 
^ J 4 /V] T 5 J ) * -N- [2- (1- \f n V V—fr) *?>V\ \\, l' - if 7 » -3- 

15 7J/V^>f-^ K 

3' -[{2-[4-(T 5 J 7/V*=./W)7x=;V]xf;V} T 5 / ^ ^]-N-[2-(l-t 0 P 
JJ l'-t*7=:^;V]-3-^/V^^f-^ K (506 mgh trans-tfV^ 

$m (163 mgh 1-xf /H-(3-^^ f /V7 ^ / T'p If ^) ^ Kttfflfett 
(EDCI- HCl; 211 mgh 1-t **S*<yy MJ T s /~ 7W (HOBT; 149 mg) £i7 

20 7nn^ V (15 ml) t DMF (7 ml) 0O£$jKtC%flEU felT? 1 8 BfrMft 

/ 2 ) VmU LT g (284 mg) £#fc 0 

25 'H-NMR (CDCI3 ) §: 1.73 (4H, m), 2.52 (4H, m), 2.69 (2H, t, J=6.0Hz), 

2.85-3.00 (2H, m), 3.50-3.60 (2H, m), 3.66 (2H, t, J=7.0Hz), 4.60 (2H,s), 
6.57 (1H, d, J=15.6Hz), 6.85 (1H, d, J=15.6Hz), 7.10-7.90 (16H, m), 8.05 
(1H, s). 

MS (APCI+): 637 (M+H) 
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HWJ2 

3'-{({2-[4-(T5: y^/l/*=/V)7i =-M =c [ (E) -3- 7 x. ~;U-2-7° n ^ J 
/)p<^V}-N-[2-(l-t°D y ^,W):x?vl/| [1, i'- t ^o:^]-3-*/V 
5 YWMSL 

3* -{({2-[4-(T ^ J 7 ^ [ (B) -3- 7 -;V-2-7° n ^ 

y ^/v]t ^ /) y ?vw-N-[2-(i-en y [1, r -M7*. =/w]-3-# 

/^^? k (200 mg) Z4mfemt7i<.%BWz^^mmx*mmi,xnmb£®> 

(198 mg) &mtc 0 

10 'H-NMR (DMS0-d 6 ) 6: 1.80-2.10 (4H, m), 2.90-3.10 (4H, m), 3.30-3.50 (2H, 
m), 3.55-3.90 (6H, m), 4.73 (2H,s), 7.05-8.00 (18H, m), 8.25 (1H, s), 
9.03 (1H, m). 

jiMfttfr (#^:£ C 3 j H 4 o N 4 0 4 S • HC1 • 1. 5^ 0) : 
tfJMk C: 63.46; H: 6.33; N: 8.00; CI: 5.08 
15 %Wtfc C: 63.65; H: 6.51; N: 7.86; CI: 5.25 



mmm3 

3'- { ( {2- [4- (T ^ J X /I'TlwV) 7 ^ [4-7 ~^7° 9 J 4 M T % 

y)y^/W-N-[2-(l-t 0 n ]) i?~;l<)^/U][l, l'-\?7*-;U]-3-%/l>rf*r-t$. 
20 K 

mmmi tmmz.hxn&)ik&® (277 rag ) zmc 0 

'H-NMR (DMSO-d 6 ) 5: 1.75-1.85 (8H, m), 2.20-2.40 (2H, m), 2.45-2.60 (2H, 

m), 2.60-2.95 (4H, ra), 3.20-3.60 (6H, ra), 4.62 (2H,s), 7.05-7.95 (18H, 
m), 8.13 (1H, s), 8.71 (1H, ra). 
25 MS (ESI+): 653 (M+H) 

3'-{({2-[4-(T 5 J */V*=/V) 7i=;V]xf;H [4-7x=;l/7^;^/H7$ 
/)y^/W-N-[2-(l-lf n y V-M^Ma, l'-¥73i-sV]-3-$/l'#*-y-$ 
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Ktttttt 



mmM2 kmmiz.Lxmik&® mm) zntc 

'H-NMR (DMS0-d 6 ) 5: 1.75-2.10 (8H, m), 2.25-2.45 (2H, m), 2.45-2.60 (2H, 
m), 2.80-2.90 (2H, m), 2.95-3.10 (2H, m), 3.20-3.50 (2H, m), 3.50-3.75 
5 (4H, ra), 4.61 (2H,s), 7.05-8.00 (18H, m), 8.23 (1H, s), 9.02 (1H, m). 

7cSt##r (frtt C 38 H 44 N 4 0 4 S-HC1 -H,0) : 
fWHU C: 64.53; H: 6.70; N: 7.92; CI: 5.01 
W C: 64.39; H: 6.82; N: 7.86; CI: 5.20 

io MMW 5 

3'-{({2-[4-(T S: J *;V-fc~;V) 7i=;V]if;V} 0<<l/*?A/tti/) T±^M 
TK/)* -N- [2- (1- fc° n y i^/V) ^/V] [1, 1*- fcT 7 » -3-# 
K 

3'- [ {2- [4- (T5: 7 * /Hfc 7 a: fvH T ^ / ^ -N- [2- (1- fc° P 

15 y \'-\fy^^jv\-z-^^^% K (506 mg) <£>dmf do 

ml) Jft»KHfys?y (0.16 ml) fcitf^y^/l^^T-fe^vV* n JJ K ( 0.16 
ml) *M7Llt a M^^K16ffi» *-e#3RUB»^/UT?ift 

20 * 9 J -/V= 9 8/2) -ClI LT g fiWbfrfc (257 mg) &#fc„ 

»H-NMR (CDC1 3 ) 6: 1.74 (4H, m), 2.60-2.80 (4H, m), 2.88 (2H, m), 3.20- 
3.40 (8H, m), 4.17 (2H,s), 4.47 (2H, s), 4.62 (2H, s), 6.57 (1H, d, 
J=15.6Hz), 7.20-7.90 (18H, m), 8.11 (1H, s), 8.65 (1H, m). 
MS (ESI+): 655 (M+H) 



3'-{({2-[4-(T ^ 7 7^-;V)^M l(<<yi?;ls**i/)T±?-M 

r$s)t ^/W-N-[2-(i-t°P y i?~)v)^>v\ [i, v-\?yx.~M-z-$uvi$*c 



25 



mm 6 
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mnw 2 1 mm\z lx a m\&m (155 mg) zmc 0 

'H-NMR (DMSO-d,) 5: 1.80-2.10 (4H, m), 3.80-3.15 (6H, m), 3.20-3.50 (2H, 
ra), 3.60-3.75 (4H, m), 4.19 (2H, s), 4.48 (2H, s), 4.62 (2H, s), 7.20- 
7.90 (18H, m), 8.11 (1H, s), 8.65 (1H, m). 
5 5nl?f##r (#*5* C 37 H 42 N 4 0 5 S • HC1 • 1.51^0) : 

fHH)t % C: 61.87; H: 6.45; N: 7.80; CI: 4.94 
III, C: 61.76; H: 6.31; N: 7.73; CI: 5.25 



10 N-{[4-(T^ J ^^)^P^^]^^/V}-3'-{[[(E)-3-(4-^a-qE-7ic= 
*0-2-7p"V >f ;v] (4- fc Yn*z/7x.^/v) r % J ] / 3-M [i, i' -if y 
/v] -3-# f- >;k MJ7/vtP 

1) 3'-[{(4-t Yn^ri/y ^^;V)yi % y) -\fy ^=.;v]-Z-^ ;v 

15 3'->JW5Ml, l'-tT73:=i/l']-3-*7V#^Sfep<^V (10.0 g) <D*?/— /V 

(200 ml) (10.0 g) 33.tr>* ^V-dra7-V-^3A (40 g) 

zMZ-it^ muximmmwLtc 0 B.m&'&mzr- byt vnyy> (thf) 

4fe (15. o g) «r#fc. 

20 1 H-NMR (CDClj) 3: 2.94 (2H, t, J=7.0Hz), 3.85 (2H, t, J=7.0Hz), 3.94 
(3H, s), 6.76 (2H, d, J=8.4Hz), 7.04 (2H, d, J=8.4Hz). 

2 ) 3' -[ { (4-7 > ^ v i?yy **?-M j % ; } * [1, 1' - if y * =/k]-3-# 

3'-[{(4-t Kd^5/7i^)^ 5y}^^/W][l,l'-tf7^^/V]-3-^7/V#^ 
25 ®M ?7V (15. 0 g) © DMF (300 ml) W®L\Z.~f b V V J*t b^S Ft ? S -A* 
(4.8M; 8.7 ml) fctojitSiTC 1 Wl, yy^P^l/^ (15.9 
g) © DMF (200 ml) HWHft&iP*.*:. ^^-£^£80^-? 1 7B#|«#U tK 
T«Lfc«^&65feLfc 0 #k*WfcM& DMF-* (1:1) DMF, 
THFfc it>V * / ~/lsVWtoffi&&. $feT 5 0 , CT»«»br«Hft'&« (19. 9 
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Magic Angle Spinning (MAS) -NMR (CDC1 3 ) 6: 3.83 &A<7$>W&?-M , 8.13 

IR (KBr): 1643 cm" 1 
5 4k&®<Dffim^<DimA: 0.83 mmol/g (5n*#*f: N: 1. 16%<fc D£ffi) 

3 ) 3' -[ { (4-17 y ^ Vi^y 7 x-^JV) T % 7 } 7< 7/1/] [1, 1' - t*73i:=vl/]-3-# 
/l/#V|£7 7/l' 

3'-[{(4-7y^^y7i^ 7/1/) ^ 7 } 771/] [ 1 , 1 ' - tf 7 a n /U] -3-* /V 
tf^SM7/V (19.9 g) £7?7-/WTHF (1:1) (400 ml) (DM^O 

io ?a (i.87 g ) srin^ isti 8i*iBijjH$Lfc. tR-c^t 

Mffl^iU #fe*lfc«MS*r THF, THF-7K (1:1) B&m, THF*5«tt^ 

*fi;-;v-zim.mwks m&T5ox:x^Lxmmit^m (20.4 s )*mc 0 

MAS-NMR (CDCI3 ) 5: 3.83 W^y^f/V) 

4 ) 3* - [ { (4- V > ? U*Jy 7 = *77l/) T 5 7 M 7/V] [1, 1' - tf 7 a ~/V] -3-# 
15 /V^^ 

3' - [ { (4- V y*f V i?l/7 * ^7/V) T $ 7} ^ 7/V] [l,l'-lf7i=;v] -3-# /U 
#V»^^A/ (20.0 gh lftJfekBMb^hy^A*^ (165 ml) tSXTf&t 
*f-y (330 ml) <^13#£8 0°CT'6 2«fflBflH$Ufc. JftKSr5*U #fett 
fc«Mt& THF, THF-Sfflft (1 = 1) THF*3«tW * / 

20 iET5 CC*e«jibT««^^* (19.5 g)£#fc 0 #bftfc« (5 beads) 
^M)7/^Pit-^oP^^7 (l:l; 50 ml) t«LT3'-[{(4-t Kn 
**S7 T ^7)7= 7/H [1, 1' -bT7 A']-3-;fr/l'tf?>'l&$:#, HPLC 

HPLC (*#A) : jffig 96% (^^N : 2. 612#) 
25 MS (APCI+): 348 (M+H) 

5 ) N-{[4-(tert-7 b **/U)\>i$~)VT % 7 7- 7/W) *s9 n^^^/W] p< TvV}- 
3' - { [ (4-17 y? VW7^*1-M T % 7 ] 7< 7/W [1, 1' -If 7 = 

K 

3' - [ { (4- V V ^ V v> y 7 3i * 7/1/) T 5 7 } * 7/1/] [1, 1' - fc* 7 31 -3-# /V 
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tf>m (30 mg) <D DMF (1.5 ml) tert-zf^A [4-(7^/^f;V)i/ 

^n^^>y/v]^^/^/w^-b (6i mg) , ^/hi;ry-;H-^/w^ 

^-MJj*-t°p ]) V/ftXTiszzZA, ^^-y jvirn^y ^ h (PyBOP; 133 

mg), N,N-^yypfcV^^/l.T5 V (DIEA; 44ml) £#n;U g?rC3 8« 
5 M#Lfc 0 *g»5*U #bftfc«£ DMF, THF^oiW^/^-ejlR^gfe 
MBET5 0 < CT^LT^b^ (30mg)£#fc: o #b*bfcttHlg (5 
beads) ^M)7;V«^np^^y (in; 50 ml) T^SLTlMU- 
{T % J u^VjVM^M-Z' -{{ (4-fc Kp^^^AOTS: 

y ]^ [1, 1' -t'7x^]-3-j)M>t^ K£#, HPLC ftffiio 
10 ^ h/K^aU^^frofCo 

HPLC (##A) : m& 64% (ftftf$RQ : 2. 391#) 
MS (APCI+): 472 (M+H) 

6 ) N- { [4- (T ^ / * ^/V) P iX/V] -3' - { [ [ (E) -3- (4-^ o^7x 

=/H-2-7 e P^</-l'/P] (4-t Yu5ri/7^f-)V)T % /]y fvW [1, V -\fy =c 
15 ^/H-3-*/^>f-5: K h y 

N-{[4-(tert-^ h ^y^)V^fVT 5vl") p^^/V] ^ - 

{ [ (4-!7 y ? vV>y **<7-/u) r % ; ] y f-M [i, l' - My ^-M-z-jj ;v-$* 

tU* (30 mg) <D DMF (2 ml) HMttKl, 4-y*u*tf^&m (29 mg), N.N'-v 5 
y^P tV^/^v 5 ^ ^ K (DIPCI; 24 ml) N 1-t FP^^-7-Tlf^yy h 

20 yry-;v (hoat; 21 mg) ^p^ N g?a-c2 o^mmwLtc 0 mmzz^u 
# e>tufc«rji * dmf, thf*5 xxftfi; -Axwm&'&s 5 0 wwk 

Ufco #6>*ife«H!ISrby7/u*Pig|flft-i;^pn^^v (m; 1 ml) T?ftEi&, 

#Jft HPLC KJ:0*»««:f?oTSWflj8# (6.6 mg) £#fc 0 
'H-NMR (Acetone-^) 8: 1.00-1.10 (2H, m), 1.50-1.70 (4H, m), 1.80-2.00 
25 (4H, m), 2.50-2.65 (2H, m), 2.80-2.95 (2H, m), 3.25-3.80 (4H, m), 4.79 

(2H,s), 6.76 (2H, d, J=8.4Hz), 7.02 (1H, d, J=14.4Hz), 7.08 (2H, d, 
J=8.4Hz), 7.20-8.00 (13H, m), 8.13 (1H, s). 
HPLC (0km) : 9HA 100% (ftttftN : 1.730#) 
MS (APCI+): 680 (M+H), 682 
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mmms 

3'- {([4-t Kp * *sy [ (E) -3-7 * << )V\ T % J ) * =f- 

/W-N-[2-(l-t°n V [l, i'-t*7^=./v]-3-^;v^>if^ K by 

J&i; : 6. 8 mg 

HPLC (&#A) : ffig 100% (fiM#$N : 3. 239#) 
MS (APCI+): 574 (M+H) 

3*-{([4-t Kn^^7x^f/V] [(^y^t^Ttf /U]7 $ y)^ f /H+ 
[2-(l-t?n y ^=/v)rc^/v] [l, i'-tf 7i ^]-3-#^tfi>f- $K h !J 

i&Jik : 6. 7 rag 

HPLC (*#A) : *&& 98% (ftttftM : 3. 166#) 
MS (APCI+) : 592 (M+H) 

MMm l o 

3'-{([4-t Yn^yyau^M [4-y n^/V?? 5 / ) * ^}-N-[2- 

(l-h°P y [l, l'-tf 7x^]-H^t5 K by 

: 6. 8 rag 

HPLC ftffi (*#A) : ^ 100% (ft$$M : 3. 330#) 
MS (APCI+): 590 (M+H) 

HJfefll 1 1 

3'-{([4-t KP*f7x*^] [3-(lH-f V K^H-f^7P^V-f/H7? 

y ) ^ ^/H -N- [2- a- e p y ^,1/1 [1,1-^7^ ^/v] -3-* /M^-y- 5 
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JRft : 1. 1 mg 

HPLC (*frA) : 97% (ftftl$IK) : 3.225#) 
MS (APCI+): 615 (M+H) 



HJSfll 1 2 

3'- {([4-t Ko^7 a*^] [2- (lH-f y K— /W3->T /V) Tir 9Vt/| T 5 / ) P< 
^}-N-[2-(l-trn y [1, l'-t'7i=;V]-3-*;^^t^ K h 

I&S : 1. 5 mg 

HPLC (&#A) : 98% (ftftftltQ : 3. 146#) 
MS (APCI+): 601 (M+H) 

H»J 13 

3'-{([(E)-3-(2-7y/V)-2-7 P P^/-l'/V][4-fc Ko*f7x^]7 5 
fyV}-N-[2-(l-fc°P y i?^;V)=c?-jV\ [l, l'-lf 7^n/V]-3-*7^=3rf-5 K h 

y ^/w^-pg^^it 

i& Jl : 6. 6 mg 

HPLC (*#A) : Mm 98% (fitfNfW : 3. 136#) 
MS (APCI+): 564 (M+H) 

MMM 1 4 

3'- { ( [2- (3-^ P 7 * ~jl>) T±?M [4-t Ko^r^7i^ ?VV] 7^/)^f 
/V}-N-[2-(l-k°P y [1, l'-bT 7*~/V]-3-;fr/l'jff:*MK K h y 

y^VpJ-pgfcggik 

l&Jt : 4. 6 mg 

HPLC (£#A) : m& 95% (ftftftffl : 3. 309#) 

MS (APCI+): 640 (M+H), 642 
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nmm 1 5 

3'-{([4-fc KP*'>7x^][2-(4-^ h^^73in^)T-fe^V]T?y)^^ 

/W-N-[2-(l-t"P U [1, 1' -lf7x=:;l/]-3-*/VjK^t5 K h 
y 7^ngffiW|[ 
ItZft : 5. 5 mg 

HPLC £*f (&#B) : *£g 100% (ftttl$|R] : 1. 538#) 
MS (APCI+): 592 (M+H) 

mmm 1 6 

(E)-N-(4-t Ka^iy7a:^^)-3-7x=7U-N-{[3'-({4-[3-(4-b: 0 ^y v^/V) 

:/n tvv]-i-t°^y ^mumR-M [i, r- tr 7 31 — /u] -3--f jv\ * j-m -2- 

: 3. 8 mg 

HPLC ftffi (£#A) : 100% (fi^lRI : 3.465#) 
MS (APCI+): 670 (M+H) 

mmm 1 1 

2- (4-^ o*7x^) -N- (4-t Ko^f'>7i ^> ^) -N- { [3'- ( {4- [3- (4- 1'^ y 
^/V)7°p tVP]-l-t°^<y P^MX'l'tf-M [1, l'-lf7x^]-3-'f;H^f 
^}7tbT5K h y 7/V;*-PSj$fc& 
JfrJt : 3. 5 mg 

HPLC %m (&#A) : *&£ 99% (ftj^Rl' : 3. 538#) 
MS (APCI+): 736 (M+H), 738 

mmt 1 8 

2-H^^/V^"^^)-N-(4-t Kn= 3 r^7oi^^/V')-N-{[3'-({4-[3-(4-t 0 ^y 
=-;v)7°p ^]-l-if^!Jt?=;H^;^=/i/) [1, l*-tf7x=/v]-3-^/v]p< 

IR# : 3. 8 mg 
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HPLC (ftttA) : m& 99% (ftfti$m : 3. 416#) 
MS (APCI+): 688 (M+H) 

H»J 1 9 

5 N-(4-t Kt3^fi/73i^^;V)-4-7^=/WN-{[3 , -({4-[3-(4-t°^y i;=;V)/p 
IfcA : 4. 5 mg 

HPLC (&#A) : *&& 100% (&&« : 3. 555#) 
10 MS (APCI+): 686 (M+H) 

2 0 

N- [2- ((4-tKo^7x^ ?yV) { [3'- ( {4- [3- (4- fc°^ U 7° B fcVH -1- fc° 

xiy s^/vj^vfe/t/) [i, v-\?7 sl^aA-z-J f-M T 5 ;)-2-$r*risx- 
15 fykK^XT 5: K h ]) 7/U*vti&5m 
Ifcfi : 3. 0 mg 

HPLC #W (*#A) : ftig 98% (ftttttPD : 3. 281#) 
MS (APCI+): 701 (M+H) 

20 Mti&M 2 1 

N-(4-t Yv*i/7 i^^)-3-(lH->f y K-^-3-^/P)-N-{[3'-({4-[3-(4-l: 0 
✓<y i?=/V)7°B tvv]-i-t°^y ^/V}^/V^=/V) [1, l'-t"7^=/W]-3-^/V] 

i&A : 1. 0 mg 

25 HPLC (*#A) : MM 96% (ftftftlW : 3.455#) 
MS (APCI+): 711 (M+H) 

mnm 2 2 

N-(4-t Kn^fV7 3i^^/V)-2-(lH->r > K— f /V)-N-{[3'-({4-[3-(4-t' 
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: 0. 9 mg 

HPLC (*#A) : »A 90% (ft&l$M : 3. 37l£) 
5 MS (APCI+): 697 (M+H) 

•$mm2 3 

N-(4-t Kp v^7x^f ;W)-3-^ f/I^N-{[3'-({4-[3-(4-tXi) i?-;\,)zfv fc° 

io h y 

l&ai : 4. 6 mg 

HPLC (*#A) : MA 100% (ftttttM : 3. 483#) 
MS (APCI+): 638 (M+H) 

15 MtiBffl 2 4 



(E)-3-(2-7U/V)-iI-(4-fc Kn= 3 r^7^^^)-N-{[3'-({4-[3-(4-t ,, ^y ^ 
;v) tfy>]-l-^y ^n/H^/VTlf^) [1, l'-tf 7*=/V]-3-^/W] ?vV}- 
2-7° o ^ * K FP7/^p 
J&ifi : 1. 8 mg 

20 HPLC Mft : mm 95% (f^U^K : 3. 391#) 

MS (APCI+): 660 (M+H) 

mMm 2 5 

(E)-N-(4-t Kn^^7ai^^/V)-N-{[3 , -({4-[3-(4-t , '^y ^=/V)^p tf/V]- 
25 y j&^tfsi/l/) [1, V-\f7ai^]-3-^/U] f J- ;V) ]} *J 

: 4. 2 mg 

HPLC £*f (&#A) : mm 95% (fiM^M : 2. 907#) 
MS (APCI+): 671 (M+H) 
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WJ2 6 

2- (3-7 P * 7 x -N- (4-t Ka^'V7x #?vl/) -N- { [3'- ( {4- [3- (4- V 
-fxi fcW]-l-t°^y *;Vtf^/l>) [l, l'-tf 7x=;l/]-3->f /U] ^ 

5 /H T-fe b T S K b V 7Ar*uW&jL 
IRS : 2. 1 mg 

HPLC (&#A) : 94% (ftftttN! : 3. 538^) 
MS (APCI+): 736 (M+H), 738 

10 »J 2 7 

2-(2-^P ; e7x n/U) -N- (4r fc K n df - 7 « -t> -N- { [3'- ( {4- [3- (4- tV* y 

7°u tVk]-l-t°^y tf/l^^/W) [1, l'-tf 7 >v\ * ^ 

M T-fe h7 5 K b y ^tf-n ^ 
l&* : 3. 2 mg 

15 hplc &m (mm) : m& 93% ({gM$i$m : 3. 5i8#) 

MS (APCI+): 736 (M+H), 738 

mmm 2 8 

N-(4-fc Ko dr^7^^^/V)-N-{[3'-({4-[3-(4-t: 0 ^y v^/V) 7°o tW]-l-t° 
20 ^y *J~M %;V$~;V) [l, l'-tr7*=.^]-W A'] P< ^/W-2-(4-t°y ^-/V* 
/l/7r^)7t hT $ K by 
J&fi : 6. 5 mg 

HPLC #*ff (&#B) : ftig 100% : 1. 427^-) 

MS (APCI+): 691 (M+H) 

25 

mmm 2 9 

N-(4-fc Y***/7 zc^fryZ-iAr* hdr^7cc^)-N-{[3'-({4-[3-(4-t 0 ^ 

y v?^/H7p tfvi/H-t°^y [1, v-\?7 ^-M-z-J M * 

f-M T-t b T 5: K by 
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: 2. 9 mg 

HPLC ##f (*#B) : ®M 100% : 1.666&) 

MS (APCI+) : 688 (M+H) 

5 mnm 3 0 

(E)-N-(4-t Yv*^y ^%i-/V)-Z-{4r* \>**/7 

trx y -fu tvn-i- y *?~m jjjvis^v) [i, r- tr 7 * ^/v]-3-r 

Jk : 4. 0 rag 

10 HPLC ftffi (*#B) : *fi£ 100% ({&jfM : 1..709&) 
MS (APCI+): 700 (M+H) 

l 

N-(5-7 $ /^y^)-3'-{[[2-(4-7 , n^7^=-^)T-fe^] (4-fc Ko^>7 
15 ^^/U)T 5 y !M f-M [1, l'-t^ai^/H-S-^^dri^^ K by 

HXfi : 8. 1 mg 

hplc %m \&m) : w& 100% <mmm 1. 633#) 

MS (APCI+): 628 (M+H), 630 

20 

l»J 3 2 

K-(5-7^^yf/V)-3'-{[(4-t Kn*V:7**f7V) (4-7i=;^;^/l') 
: 6. 5 mg 

25 HPLC £*f (*#B) : ffig 100% (fi^l^PQ : 1. 629#) 
MS (APCI+): 578 (M+H) 

Hife^i] 3 3 

N-(5-7 ^ /^^/V)-3'-{[(4-t Kn3r->7^?VV) [3-(lH-Y ^ K-;H-f 
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JtZfi : 1. 2 mg 

HPLC #*Jf (f$#B) : MA 100% WW*m • 1. 568#) 
5 MS (APCI+): 603 (M+H) 



H»J3 4 

N-(5-7 5 / 'Of ;>)-3'-{[[2-(2-^p^ 7x^;v) 7tf (4-fc Yv**S7 

**?->\>)T%;]*<f-M [i, r- t*7x =^]-3-*y>7}?^f - 5: k by 7/w-n 
10 RMfc 

IRS : 8. 1 mg 

HPLC (£#B) : MA 100% (ftftftRQ : 1.607#) 
MS (APCI+): 628 (M+H), 630 

15 mmm 3 5 

N- (5-7 5 J ^<y^M -3'- {[[(E) -3- (4-7 p ^ 7 rvV) -2-7° p ^ / 4 M (4- fc 
Kp ^^731^^)7 5 [1, l'-lf7^-/V]-3-^/^^f-^ K h 

Jfci; : 10. 8 mg 

20 HPLC (£#B) : MA 100% : 1.689#) 

MS (APCI+): 640 (M+H), 642 

H5fc#| 3 6 

N-(6-7 5 /^iX^)-3'-{[(4-t Yu^i/ysL^jV) (4-7x=:^;>f/l/) 
25 T ? / ] p< ?7V} [1, 1'- tf 7 a -Z-%/l<tf*i"t 5 K h y 7/M-n 
J&il : 7. 0 mg 

HPLC (&#B) : MA 100% (&*$« : 1. 660#) 
MS (APCI+): 592 (M+H) 



WO 02/00606 



PCT/JP01/05541 



107 

warn 3 7 

N-(6-T 5 /^i//U)-3*-{[(4rfc Kb*V7x^/1/) [3-(lH— < V K—A'-W 
/l/)^P/V^/U]T5/]p«^A'}[l,l , -lf73:=/l']-3-*/U3j?^5 K h y 7 

5 JR* : 1. 3 mg 

HPLC ##f (&#B) : fttig 100% (fcnmm : 1. 594#) 
MS (APCI+) '• 617 (M+H) 

8 

10 N-(6-T 5 /^.^^)-3'-{[[(E)-3-(2-7 V M-2-7v<; J A] (4-fc Kn^ri/ 
7x^f;V)7?;]^f/W [1, l'-lf7ai^]-3-*;V^drf-^ K 

IRS : 6. 1 mg 

HPLC (&#B) : m& 100% («« : 1. 562#) 
15 MS (APCI+): 566 (M+H) 

mmm 3 9 

N-(6-T 5 J ^^V/V)-3'-{[[2-(3-^P i E7x=;l')7tf/>] (4-fc Kd^>7 
x^f ;v) 7 5 / ] ^ f M [1, l'-lf 7x^l/]-3-^/^>t 5; K hy^/V^-p 
20 BEtttt 

J|X Jk : 8. 0 mg 

HPLC #*ff (*#B) : fm 100% (^^ffi : 1.640&) 
MS (APCI+): 644 (M+H), 646 

25 0 

N-{[3-(7 5/^ ^/V) *s ? n ^df - vvH ^ fvV} -3' - { [ [2- (4-7 o^7x ~/V) T 
■fcfvu] (4-fc Kp*^7i^) T$/]t f-M [1, l'-fc7x=;H-3-*/l/# 
WK h y ^/v^oftlfeift 
ttJI : 6. 6 mg 
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HPLC (&#B) : fm 10056 (&Wmm : 1. 678#) 
MS (APCI+): 668 (M+H), 670 

■ »4 1 

5 N-{[3-(T5;^ ^/V) */t p^*S//U] y ^/V}-3' -{[[2-(^>^V^-^^) 7ir 
fyV] (4-k Ko^r^7i *^7l") 7 S y ] y fvW [1, 1* - \f 7 a -/V] -3-* ;V&* 

J&it : 5. 9 mg 

HPLC ftffi ($#B) : 100% (ftftftffl : 1.604#) 
10 MS (APCI+): 620 (M+H) 

mmm 4 2 

N-{[3-(7 5/^ f-JV) W n^i/M y ^}-3'-{[(4-t Fn 
;v) (4-7i=;^^ y 4/i>) 7 5. J ] y fvH [1, 1' -if 7i=^]-3-*;^t ^ 
15 K MJ^^-pBWMft 
IRS : 5. 8 mg 

HPLC (fc#B) : Mift 100% (##I$IHJ : 1. 685#) 

MS (APCI+): 618 (M+H) 

20 |»J4 3 

N-{[3-(7 %J * i/fi u^*i//v] y f-M-Z' -{[(4-t Kp *i/7x^f 

/^) [3- (iH— f ^ K-/w3--r t'p y /v] r ^ y ] y ?M Ci, i' - tr ? * =. 

J&4 : 0. 9 mg 

25 HPLC #*f (&#B) : 100% (ftftttM : 1. 623#) 
MS (APCI+): 643 (M+H) 

mmm4 4 

n- { [3- (r ^ y y v>7v^* */&\ y f-M -3' - { [ (4- 1 k p * *s7 *^ ^ 
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;v) [2- (in > /v) r W/i/l 7 $ 7 ] * f-M [1, l' - tr 7 x = A-] -3- 

JjX* : 1. 3 mg 

HPLC frffi C*#B) : K£ 100% (^^B#^ : 1. 587#) 
MS (APCI+): 629 (M+H) 

«#J4 5 

N-{[3-(T 5 7 7 3vV) V* p^V/W] 7 -{[[(E) -3- (2-7 V ;U)-2-Zfn 

-V-f/k)(4-fc Ko^iX7x^)7$/]^f/H [l,l'-If7x^]-3-j);V 

iKit : 3. 9 mg 

hplc &m) : 100% mtmim 1. 59i#) 

MS (APCI+): 592 (M+H) 
6 

N- { [3- (7 ^ 7 7- f-Ad 7 *5-M -3' - { [ [2- (3-7 n * 7 * ~/l-) 7 

irfvl/] (4-fc Ko^^7i^f;k) 757]^ fvW [1, 1' -tf 7 ^—;V]-Z-% 

K h y 7/^P^ii 
l&Jfc : 6. 7 mg 

HPLC (&#B) : ^ 100% (^Rffal : 1.673#) 

MS (APCI+): 668 (M+H), 670 

l«4 7 

N- {[3-(7?/^ ^/V) i/jr P ^ S/yW] 7 fvV} -3'- {[[(E) -3- (4-7 o^x^ 
;v) -2-7 p^;>f/v](4-tKn^>7i ^>^vv) 7 5 717 fvW [1, 1- 7 a ~ 

Jt2ft : 8. 3 mg 

HPLC (&#B) : US. 100% (fiM#l$ro : 1. 746#) 
MS (APCI+): 680 (M+H), 682 
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nam 4 8 

N-{[4-(7 ^ / * fvV) * ^/U}-3'-{[(4-t Rn ^->7x^f;l/) 

[(E)-3-7ac=7W2-yP^/'f/V]T^/]p«^V'}[l, l'-lf73i=/U]-3-*/U^ 

5 ^tU* MJ7;v*n^ 

: 4. 9 mg 

HPLC MR (&#B) : MS 100% (tftffBtW : 1. 630#) 
MS (APCI+): 602 (M+H) 

10 MMW4 9 

N-{[4-(T 57^ ^/V) P^vVV] * J-M-S -{[[2-(4-7'n : t7x=;l/) T 
•fe^/V] (4-t Yn^yy^^-JV)T^ /]^^M [1, l'-lf7x=/I/]-3-*^ 

JjXS : 5. 2 rag 

15 HPLC (4M*B) : MS 100% ({Rttttm : 1.668&) 

MS (APCI+): 668 (M+H), 670 

mmm 5 0 

N-{[4-(T ^ / ^ ?VP) P^vVU] y ^/H-3' -{[[2-H^v 5 ;^^^) T-fe 
20 (4-t Kn^>7 31^^) T ^ 7 ] y [1, 1' ~f 7a=^]-J-*^ 

t$ k hy7/vtoM 

I&il : 4. 0 rag 

HPLC (fcftB) : MS 100% ({£8fB#P^ : 1. 593#) 

MS (APCI+): 620 (M+H) 

25 

1 

N-{4-(TS /^^7»^^n^V/V]^^/V}-3'-{[(4-t Ko^77x^f 
7i/) (4-7rc— a-t^ y -Ou)T ^ / ] y [1, 1* -tf 7x=;i/]-3-*/v*>t^ 
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JfcS; : 4. 0 mg 

HPLC UktirB) : tiM 100% (ftttttPQ : 1.680#) 
MS (APCI+): 618 (M+H) 

5 HJ&ftl 5 2 

N- {4- (T^y * fjV) "St P ^ v7l"] fvU} -3' - { [ [2- z/j frT^/)T± 
(4-fc Ko^>7x^f/V)7$ [1, l'-lf7^=/>]-3-*^dr 

JlX* : 4. 2 mg 

10 HPLC ft$r «H*B) : #&& 100% (fiM : 1. 521#) 
MS (APCI+) : 633 (M+H) 

MMm5 3 

N- {[4-(7 5/^ ^A-) n^'y;V\ * ^-)V\ -3'-{[(4-t Kn^>7x^f 
15 /V) [3-(lH--f ^ K-/W3--r/V) ^a/V'f;!'] T 5 / ] * ?M [1, 1'-If7 

JRJI : 1. 0 mg 

HPLC (*#B) : fti£ 100% (ftftftPQ : 1. 608#) 
MS (APCI+): 643 (M+H) 

20 

MMM 5 4 

N- { [4- (T $ / ^ p ^ ^ ^} -3'-{[(4-t Kn^>7i^f 
/W) [2-(lH--f > K-/W3-^^) T-fe^/V] T 5 J ] ^ fvW [1, l'-t'7i=^]-3- 

25 IKS : 1. 0 mg 

HPLC (&#B) : « 100% (fi^RQ : 1. 570#) 
MS (APCI+): 629 (M+H) 

H» 5 5 
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N-{[4-(T f-M i/t o^sJf^l/] y ^/H-3'-{[[(E)-3-(2-7 V As) -2-7 v 
Ifc Jl : 3. 5 mg 

HPLC (*ft=B) : m& 100% : 1. 577#) 

MS (APCI+): 592 (M+H) 

5 6 

N-{[4-(T S Stf-fr)**/? U^i/At]* f7U}-3'-{[(4-fc 

/V) [ (E) -3- (3- tT y $W -2-7° P >f /W] T S y ] P< [1, 1' - If 7 * =7^] - 

JRS : 5. 8 mg 

HPLC (&ttB) : #fi£ 100% (&8W3 : 1.305#) 

MS (APCI+): 603 (M+H) 

5 7 

N- {[4-(T5/> f7V) 5/ 7 n ^ y -3' - { [ [2- (3-7* P * 7 a =7V) T 
•fe^/W] (4- 1 Yn^yy ol^jV) 757]^ ^} [1, 1* - fcf 7^ -3-* /Hj? 

IRJI : 5. 3 mg 

HPLC (&#B) : jffig 100% (^^ffl : 1. 667#) 

MS (APCI+): 668 (M+H) , 670 

mmm 5 8 

N- { [4- (T 5 7 ^ f7V) */ 7 P ^3^>7l/| y fyl,} -3' - { [ [2- (2-7" P * 7 a =/V) 7 
■fe^/V] (4-t Kn^i/7x^f;>) 7 ^ y ] y 5vW [1, 1' -tf 7i^]-3-*^ 

Jt2fi : 5. 6 mg 

hplc. ftffi (0km) : $&g 100% ummm 
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mmm 5 9 

N- { [4- (7 ^ J / f-M i/tn ^i/M * -3'-{[(4-t Kd^7i 

[2- (4-* b * * 7-fef-ZW] 7 ^ J ] * [1, 1* - tf 7^=^]-3-*/W^ 

JlX* : 5. 4 mg 

HPLC (&#B) : *fi& 100% (ftftftN) : 1.570#) 
MS (APCI+): 620 (M+H) 

MMM 6 o 

N-(4-7 5 / P^^r^/V)-3'-{[[2-(4-^n^-7rc=/V)7ir^/V] (4-fc Ko 
^^7x^)75 /]^^/V}[l,l'-tf7^=/V]-3-^/V^=3ff-5: K 

: 5. 7 mg 

HPLC #tff (*#B) : *&g 100% (ftftftHO : 1. 617#) 
MS (APCI+): 640 (M+H), 642 

&1tiBM6 1 

N-(3-7 5 /7"t3 tW)-3'-{[[2-(4-7'p ; E-7i=/W')7ir^H (4-t Ko^>7 
^^/V)7^/]^^W[l,l'-tf7^=/V]-3-*/^=Srf-5: K hy^^ng^ 

IKJI : 9. 4 mg 

HPLC (fc#B) : ft&& 100% (ftftftffi : 1. 590#) 
MS (APCI+): 600 (M+H), 602 

MMM 6 2 

N- (3-7 5. / 7° o tW) -3' - { [ [2- (<< V S?/U*^f 7 -fe^/H (4-t Ka^i/7x 
^5 L 7V)75y]^^-/W[l,l'-t r 7x:=:;v]-3-*/V7j?^f-^ K h y 
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l&S : 7. 2 mg 

hplc &m (##b) : mst im («jww : i.527#) 

MS (APCI+): 552 (M+H) 

mmm6 3 

N-(3-7 5 / tVU)-3' -{[(4-fc Kn ^->7i^f/V) (4-7 J << M 

T% /]/ f-M [1, 1* - t'7i =/H-3-#/HJ?*f- ^ K h V 7/\sjrn 
HXA : 8. 7 mg 

HPLC <&#B) : M£ 100% (##l$|flj : 1.610&) 
MS (APCI+): 550 (M+H) 

4 

N-(3-T 5 / 7°n t p /V)-3'-{[(4-t Kn ^7^^) [3-(HW y K— /W3->f 
/>) ^py V ^;k]7 ^ / ] > f /H [1, 1' - t^x^^/l/^^t ^ K MI7 

)& Jk : 7. 5 mg 

HPLC (*#B) : *BS 100% (ftftftffl : 1. 541#) 
MS (APCI+): 575 (M+H) 

H;SS0)J6 5 

N-(3-7 ^ / 7°* W-3' -{[(4-fc Kp ^^^fvl") [2-(lH— f y K-/W3-^ 
/V) rtf-As] T K J ] * ^-)V) [1, i» -If 7a:^/V]-3-^^7}?^rf- 5 K h U 7/1^" 

: 1. 5 mg 

HPLC #m (*ftB) : ttft 100% (###11! : 1.503#) 
MS (APCI+): 561 (M+H) 



;ss#y 6 6 
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N-(3-7^//p tVl^)-3'-{[(4-fc Kp^v^^^/V) J 4 ;l>) 

JlXft : 9. 6 mg 

hplc frffi m^) : mm 100% m&mm 1. 555^) 

5 MS (APCI+): 502 (M+H) 

mmme 1 

N- (3-T 5 7 7° n tW) -3' - { [ [2- (3-^ P ^ 7 a ~/U) 7 -fe fvV] (4- tFn^7 

io mm. 

1R* : 10. 3 mg 

HPLC (&#B) : MS 100% (&&« : 1. 592#) 

MS (APCI+): 600 (M+H), 602 

15 MMM 6 8 

N-(3-7 5//p fcVV)-3' -{[[2-(2-^n^7 ^^/U)7±^M (4-fc KP^iX^ 
HXft : 9. 4 mg 

20 HPLC fr$t (&#B) : 100% (###18! : 1. 569#) 
MS (APCI+): 600 (M+H), 602 



rnsme 9 

N-(3-T^y7 B nfcVV)-3'-{[(4-t KnWx^f/l/) [2-(4-> h^rV7^- 
25 /I/)r-fe^]T5y]^^-/U}[l # l , -lf7*=A']-3-*/Hj?* , ^5 K hV7fr* 

IftJt : 9. 4 mg 

HPLC (&#B) : ^ 100% ({£*#« : 1.498&) 
MS (APCI+): 552 (M+H) 
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m&m7 o 

N- (3-7 ^/n fcVU) -3' - { [ [ (E) -3- (4-7* o * 7 31 ~/V) -2-7° u^/J )V\ (4- fc 
Ko*V7»^/u)T§y]p«f : /u)[i,i , -if73:=/u]-3-*/u#'af- , 9-5 K 

5 

iRfi : 10. 1 rag 

HPLC (£#B) : $&£ 100% (ftftftffl : 1.658&) 
MS (APCI+): 612 (M+H), 614 

10 gffiftl 7 1 

N- (2-7 5; 7 x-T-M -3'- ( { [4- (7 5 7 ~yV) 7 zc^tV\ [ (E) -3-7 
2-7 e n^y^^]T^y}^^)[l,l'-t*7 3 i^]-3-*7V^^5 K hV7 

1 ) 2-[(3-7*n ; e^^/^/V) T 5 7 ] J^/l^/W^ ^ yg?7 W^^tvU 
15 4-= h n 7i / ^^;^=/H7y^l^i?y (7.00 g) x N-(2-7$7^ 

;V)-3-^c^yX7^ K (3.52 g), DIEA (4.26 ml) iDMF (60 ml) <D&s&b 
&MT?2 0R3fflfl»#Lfc. WK«r5*U #b*bfc«£ DMF, THFjSiW 
9 /-*>^m$<mks «EET5 0 , C-eftj*LT*Hfc£* (6.8g)£#fc 0 ft 
^*©«H»^©ffiW*l±0.94 mmol/g (5n^*f: Br: 7. 51%<t "Cfeo 
20 fc 0 ftfeftfoWJH (5 beads) £ h U 7/^n|Whi?^ n n ^ * ^ (1:1; 50 
ml) ti!LTN-(2-7 5 7 xf ;V)-3-^a^yX7 > K^#> HPLC ##f*5 

HPLC (&#A) : Mtt 96% {ffl&m : 1. 208#) 
MS (APCI+): 243 (M+H) , 245 
25 2) 2-{[(3'-^^/V[l,l'-lf73i^/V]-3-r/V)^/V^/V]T^y}3:^/^/V 

S y Wt V y # V i?y a^7\ TAs 

2-[(3-^o^y^/>)7^/] ^/isjj jw* 5 yw. yyfv&v^xf-A' 

(6.50 g) (D 1, 2~i?J Y**y*.#y (200 ml) fflgmd? i? $ J* 1 ? Y7*^ V 
V 7i=;^7 jy (706 mg) *5«fctf2M h y 7AtK» (30.6 ml) & 



WO 02/00606 



PCT/JPO 1/05541 



117 

M &b 3-^/> * >M? n y^ (4. 58 g) %Mz_X 8 0 2 0 B^BI^ tfc, 
M££3:fcU nbtltcffim* DMF, THFjoJ;^^^/-7^-eJlI«#m^ 
T5 0°C-e^UT*^^ (6.68 g)&#7c 0 (5 beads) £ h 

!l7/^n^^Pn^y (l:l; 50 ml) T?«BltTN-(2-T$ 
5 3'-^7V?/V[l,l'-t^i^]-3-^/^>f-^ K^#, HPLC ##f:joJ:t^?** 

HPLC &1R (&#A) : «ft 95% : 2. 295#) 

MS (APCI+): 269 (M+H) 

3) 2-{[(3'-{[(4-(T^y^*^)7zc^^V)T5:/]^^/W[l ) l'-t'7^ 
2-{[(3'-*/V^/V[l, l'-^7i=/V]-3-'f/i')^/V#-/W75 y}3c^*/W< 

5 y^yy^v^yx^r/i/ (30 mg), 4-(2-7 5 ; ^/^-/p)^yf y^/^ 

V7 ^ K (28 rag) feW5«^an^^y^ (2 ml) vm^MZMUT- 
. 3 0#3I#^ h y T-fe h^rv-TK^b*^^ h y [7 A (30 mg) ^D^T$ h 

15 CSfiTl 5«PW«9$Lfc, «£5*U nbtltcffim* DMF, DMF-tK (1:1) 
DMF, THF*5.fctf * # J —^W&m&fc, iffT 5 0 «CT?ft«LT* 
mik-Sr® (30 mg) Srfcfc. #btl7c« (5 beads) * Y D 7 JV*vmWrV 9 n 
o^^y (l:i; 50 ml) -C&SlLTN-te-T ^ /^/^)-3*-({[4-(T ^ y J*/V# 
=/l/)7i^f/V]7^/}^f/l') [1, l'-t'7x=>]-3-7j7V^>f-? K&flk 

20 HPLC ##f*5j:t^**^ h/KDSU&fcfxofc. 

HPLC (&#A) : m& 88% (fi^Pl^H] : 0. 857#) 
MS (APCI-): 451 (M-H) 

4) N-(2-T 5: /xf/V)-3'-({[4-(7 ^ J ^M^)7x^f/l^] [(E)-3-7^ 

-/p^-yp^y^/^T^yjy^/WEi.i'-t'^^^/^-s-TJ/v^f-^ k h 

25 ]J7;^D^i^ 

2- { [ (3'- { [ (4- (T 5 / ^rfwV-) 7 ^*<f-)V) T % J ] y ^/W [1, 1'- If 7 = = 

/u]-3--r /w) j&^safe/u] r 5 J } i^-zu*^ 5: yWv v>f vi?y^x*r;v (so 

mg) DMF (2 ml) ffifflftf^ frV\g[|fc (29 mgK DIPCI (27 ml) > H0AT (23 
mg) Sa-Cl 5B#^WU7c 0 »£5£U #b*l7c«£r DMF, 
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THF*3 zxfitfi; -A>VMlkm*&. ^ffiT 5 0 °CX*&m LtCo # h JvfcfltJH Sr 
• MJ7MD^-^PC^^y (l:l; 1 ml) TtfEifk HPLC 
«Srfro-CB«Mb^« (5.4 ns) *#fc. 

'H-NMR (Acetone-d 6 ) §: 3.00-3.20 (2H, m), 3.70-3.90 (4H, m), 4.00-4.15 
(2H, m), 4.85 (2H,s), 6.45-6.60 (1H, ra), 7.05-7.20 (1H, m), 7.25-8.00 
(17H, m), 8.31 (1H, s). 

HPLC %m (&#B) : mt 97% (fiM : 1.492#) 
MS (APCI-): 581 (M-H) 

■&*0H7 1 fciPWKfcfretTo^b^SrtHJtLfc. 

H*0« 7 2 

N-(2-T5y3i^/W)-3 , -({[4-(r ^^*^)7i^f;V] [2-(4-^o^7^ 
-JV) T"fe^V] T 5 / } * fTP) [1, l'-tT 7 *=^]-3-*/l^^ 5 K by 77V 

l&Jt : 6. 9 mg 

HPLC (*#B) : 100% (HMSlSIBJl. 535#) 
MS (APCI-): 647 (M-H), 649 

£*0!l7 3 

N-(2-T ^ J zz-f'A/) -3'- ( { [4- (T ^ / */MwU) 7:r:*^Vl/| OH^^^ 

*>')rw/i']7'5y}^^)[i,i , -tr73:=:/i']-3-*A^*f-5 K hyy/is* 

IRS : 8. 0 mg 

HPLC (&#B) : #B£ 100% W^l. 445#) 
MS (APCI-): 599 (M-H) 

36*097 4 

N-(2-T ^ 7 ^?VV)-3'-({[4-(T $ / */V*=/V) ^a^^/V] (4-7ai=/U^^ 
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mm 

i&Jk : 8. 0 mg 

hplc #m mm mm m% mmm. 54o#) 

MS (APCI-): 597 (M~H) 

5 

mum 7 5 

N-(2-T^ J ^^)-3*-({[4-(T 5 JWfr^V) y^^-M [(E)-3-(2-7 V 

y y/virn^m^. 
10 l&J; : 3. 6 mg 

hplc ftffi mm ■. mm \m mwmm 1.427^) 

MS (APCI-): 571 (M-H) 
15 N-(2-T ^ / ^^/W)-3'-({[4-(T ^ / ^JV^=-M 7i^f;V] [2- (3-7^^-37 0: 

^ [1, r-t*7^=/n-3-^y^>f-^ k h v y^ 

Uik : 4. 5 mg 

HPLC (^#B) : tfg 100% (£iM$Bf P^l. 524#) 
20 MS (APCI-): 647 (M-H) , 649 

N- (2-T 5 7 x-J-M -3'- ( {[4- (T ^ / X/V^^/V) 7 x^/P] [2- (2-^ P ^7 
~/V) TirfvK) T ^ y } y 9vV) [1, 1'- \fy xrvV] -3-#/M^-9- 5 K M) 

25 

9.0 mg 

HPLC (#:#B) :M100% (^B^l. 499#) 
MS (APCI-): 647 (M-H), 649 
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mmm 7 8 

N-(2-T^y^^)-3'-({[4-(T^y^/V^^)7rc^/U][(E)-3-(4-7 t h=¥ 

5F hy^w^oRK* 
5 llKft : 6. 3 mg 

HPLC #flf (*fl=B) : *fi« 100% (fitffrHRIl. 498#) 
MS (APCI-): 611 (M-H) 

mmm 1 9 

N-(2-T $ 7 ^^)-3'-({[4-(7 5 7 ^sA')?*^] [2-(4-y h =¥^7 

o:^) r-fe^] t 5 y } y ?vu) [i, r-if 7a:^/v]-3-*^^rf- 5K s y 7 

Jfci; : 3. 8 rag 

HPLC (&#B) : *B& 100% (&f£«l. 431#) 
MS (APCI-): 599 (M-H) 

mm so 

N-(2-T 5 7 ^^)-3'-({[4-(T 5 7 7/^^V)7x^f/l^] [2-(4-fc Kn^v/ 

7i^)rw]r ^ y} y w [i, Y-\?7*~;v]-z-}jjvi$*y-* f h y 

20 ~7/vjruf$W&. 
I&M : 3. 8 rag 

HPLC #|ff (£#B) : M£ 100% ({RftttPQl. 325#) 
MS (APCI-): 585 (M-H) 

25 Hifc#)j8 1 

N-(2-T^ y^/W-3'-({[4-(T^ y^/^=/l')7^f-yV][(E)-3-(4-t Fn 

* ^7 3i -2-^13 ^ y ^ /u] r ^ y } y fvv) [1, r- tr 7 * -3-# 

F hy7;^P|M 
i&ik : 5. 0 rag 



10 



15 
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HPLC ft$f (0km) : mM 100% (ftttftlHl. 374#) 
MS (APCI-): 597 (M-H) 

IWJ8 2 

N- (2-7 5 J ^)V) -3'- ( { [4- (7 5 / ^tfwU) 7 oc^/Kl [3- (4- 1 Kn d rv' 
7 ai 7 s n / V /u] T ^ y } ^ ^ ;v) [1, l'- tr 7 * -3-# /u^df-f - $ K 

Ulk : 4. 4 mg 

HPLC ftm (^#B) : 100% (ftftttffll. 592#) 
MS (APCI-): 599 (M-H) 

mmms 3 

N- (2-7 5 / x-f-tV) -3'- ( { [4- (7 $ / ^/^) ^ ^ v^/P] [ (E) -3-7 ~A>-2- 

lftit : 6. 2 mg 

HPLC fttit (&#B) : 100% (fi^MNRSl. 476#) 
MS (APCI-): 567 (M-H) 

H^J8 4 

N-(2-7 5 / xf/P)-3'-({[4-(7 5 7 7/V*=/V)^y^] [(E)-3-(4-^ h^'S 
7x^)-2-7 t P^/^/I/]7 5 / }p< FA) [1, l'-t'7o:-/H-3-^/^>f-5 

l&Jt : 5. 0 mg 

HPLC (fcftB) : MS 100% (ftfttiffll- 478#) 
MS (APCI-): 597 (M-H) 

IIfj8 5 

N-C2-7 5 /^^/V)-3'-({[3-(lH-^ V K-/W3-f/V) 7°o^V -OH [2-(4-tf V 
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l&il : 1. 4 mg 

HPLC $m (&#B) : %m 100% («#I$|H]1. 335#) 
5 MS (APCI-): 544 (M-H) 

Hi&#j8 6 

N-(2-T $ y> ^^V)-3'-({[2-(lH->f y /V)T-fef-/V] [2-(2-^-^y- 

l-t°n y ^s/UjxfA']/? /M^VV) [1, l'-t^cn-7V]-3-^/^>f-5 F 

10 hyy^Dg^^ 

: 1. 1 mg 

HPLC 5Hff (&#B) : MS 100% (##l$ffll.425#) 
MS (APCI-): 550 (M-H) 

15 8 7 

N- (2-7 5 / ^fvl") -3'- ( { [4-7 3i / 4 /U] [2- (2-^=^) T ^ 

j } * ^) ci, r-tf 7 ^^]-3-^;v*>f- 5: k by ^^ogfflwa 

: 2. 9 rag 

HPLC (#=#B) : ^ 100% (ffiHWMBl. 722&) 
20 MS (APCI-): 524 (M~H) 

mMM8 8 

N-(2-7 ?/xf^)-3'-({[2-(3-yn ; e7i=;V)7tf;l/] [2-(2-^x.^/U)^ 
^/V]T 5 [1, l*-tr 7*=/W]-3-*/^^f-$ K by 

25 £ 

IR4 : 2. 3 mg 

HPLC (&#B) : MS 100% (fitf*l$Wl. 722#) 
MS (APCI+): 576 (M+H), 578 
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mmm 8 9 

N- (2-T ^ J x-J-M -3'- ({[(E) -3- (4- fc *%''7x.-A>)-$r'7xi><S 4 )V\ 
[2-(2-^=/V) y }^ ?VV) [1, 5 K 

by^/wa-Dg^^ 

ilXJ: : 2. 6 mg 

HPLC Mr (£#B) : mj& 100% (&J$B#i^l. 549#) 
MS (APCI-): 524 (M-H) 

%nm 9 o 

N- (2-T 5 / ^fvu-) -3'- ({[(E) -3-7 ^ -jV-2-7* [4- (1, 2, 3, -77 
T /-/W-f /V] T ^ / } J 7M [1, 1'- * -/W] -3-* /vtft^f- S; K h V 7 

HXS : 5. 0 mg 

HPLC (&#B) : 100% ({^Bf fkU 652#) 

MS (APCI+): 574 (M+H) 

mnm 9 1 

N-(2-7^xf/0-3'-({[(E)-3-(4-^ hdr^7^=/V)-2-7°D^/-Y/H [4- 
(1, 2, 3, -77 ^7 >T-M-<{ M 7 $ J } * 7*) [1, 1'- If 7 b.-M-*-* fri&c 

J&ik : 5. 6 mg 

HPLC (&#B) : *fig 100% (tf^ffil.647#) 
MS (APCI+): 604 (M+H) 

|#J 9 2 

N-(2-T ^/xf;V)-3'-({[(E)-3-7x^-2-/P'<;^;l/] (3-!7 rc^/K/n fc° 
HXfi : 4. 4 mg 

HPLC (£#B) : « 100% (^JWbII. 743#) 
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MS (APCI-): 516 (M-H) 

mmm9 3 

N-(2-7^xf/P)-3 , -({[(E)-3-(4^ Y*i/7 x^)-2-/p/<; j )V\ (3- 
5 7x ^/VT" P \£jV) 7%J\* f-SU) [1, 1'- If 7 a -/U] -3-* 5 K h »J 

: 7. 4 mg 

hplc^*t(*#b) -.m&im (&wtifm.noft) 

MS (APCI-): 546 (M-H) 

10 

3'-({[4-(T 5 ;wfc~)V) 7x^f^][(E)-3-(4-^ h^i/7xS/I/)-2-^B 

^;^]7? y}^^/v)-N-[2-(i-tf p y V-M^mii, r-tf7a=/v]-3- 

15 1) 3-7p^-N-;fc/l'^/Wl'i^-N-[2-(l-fc p P y v'-z^xf^^yXT^ F 
4-(4-^/P^/W3-^ h^7a/*V)^y^T5/^^'/VV'^>' Oft/US 
/H/i?y : 4. 20 g) % l-(2-T$ S If B y (2. 13 ml) $3£tf5jmfc 
'^an^ >HfK (100 ml) OjR^fcSrMT? 3 0 #*IM> h V 7± h * */ 

imfc-frvm-rvypj* (3.56 g > srjqjtrs&icgia-ei 5B#«#Lfc 0 # 

20 »5*U #J3i^r DMF S DMF-tK (1:1) DMF N THF*5«fcT^ * 

-zmtKm&k, O'CTfEJRLfc. #ktWiM£r DMF (80 ml) 

L> 3-^n*eSA#Sfe (3.38 g), PyBOP (8.74 g) DIEA (2.93 ml) £AP 

itgfi-Cl 5l$IHBI#Ufco igjftSr5*U #£>tlfd$Ji£ DMF, THF*5«J:tf 
^ ^ / -/VT'JII^gfe^, Di&JET 5 O tJ-Cft* L-C««fc£4fc (6. 18 g) £#7t 0 

25 te^©#ll&^0«#l;f*O.95 mmol/g (55^##f: Br: 7. 55% J: <9#J±}) "Cfc 
ofc„ ftbftfcNflB (5 beads) ^H7/«f-^PP^y (1:1; 50 
ml) t*SLT 3-7n ; E-N-[2-(l-t 0 uy^-/l/)^^/V]^<^Xr5 KSrflK 
hplc ##f&J:U^**^ WKOSUJt&firofco 
HPLC (&#B) : m& 98% (&&H$H : 1.460#) 
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MS (APCI+) '• 297 (M+H), 299 

2) 3'-*/VS:/WN-^/V^/H/v?^-N-[2-(l-t 0 n ]) ac^/w] [1, l'-tf^x 

» 7 1 <d 2 ) <t mniz vxwmLtco 

HPLC ##f (#:#B) : tm 95% (&&« : 1.214&) 
MS (APCI+): 323 (M+H) 

3 ) 3'-( { [4-(T ^ J 7 ***7l/J 7^}^ ^VV)-N-*/V ^ /V 

-N-[2- (1- fc° O y ^~/V) ^^/V] [1, 1'- ^7x n/V] -3-^7 ?Vif^^r % K 

Hi&FiJ 7 1 <D 3 ) mmiz UtSiLfc. 
iRS : 30 mg 

HPLC &m (&#B) : 73% (^B#H3 : 1.030&) 
MS (APCI+): 507 (M+H) 

4) 3'-({[4-(7-5/^^^)7^>^/V][(E)-3-(4-^ h*r*>7x~M-2- 
•?vs<; y( ;V)T 5 A ^^V)-N-[2-(l-tfn y v?^v)x^][i,r-if7x^ 
A-]-3-#VV*K^+>5: K by 

^0»J 7 1 <D 4 ) i: IrI^^ LTSBt Lfc 0 
l& Jk : 4. 7 rag 

'H-NMR (Acetone-d 6 ) 5: 1.90-2.20 (4H, in), 3.05 (2H, m), 3.22 (2H, m), 
3.40-3.65 (7H, m), 3.70-4.00 (4H, m), 4.80 (2H,s), 6.40-6.60 (1H, m), 
6.90-7.05 (2H, m), 7.20-8.00 (15H, m), 8.22 (1H, s). 

hplc %m {0km) : m. ioo% ®&#m .• 1.543&) 

MS (APCI-): 667 (M1H) 
5 

3'-({[4-(T S y */l^~/l') 7x^] [2-(4-/o^7x^;V) 7t^]7^ 

y } y f-M -N- [2- (1- tr n y -^~/v) [1, r- -z-^/^^-f 5 

I&S : 1. 7 rag 
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HPLC ftffi (*#B) : 91% (M^l. 577#) 
MS (APCI+): 703 (M+H), 705 

mmm 9 6 

5 3'-({[4-(T ^ 7 */V/jwV) 7x^f;V] [2-(3-^o^7 ^-/l^Tir^klT 5: 
/} * ^)-N-[2-(l-t°P y ^/VOaifyV] [l, r-tr 7*-/V]-3-^7 /V7}?drf- 5 

: 3. 7 mg 

HPLC {%m) :^100% ({S&WbU 571#) 
10 MS (APCI+): 703 (M+H), 705 

mm\9 7 

3 - ( { [4- (T ^ J X/ls* 7 [2- (2-^ n^7i T 5 
7 } * 5vV) -N- [2- (1- 1° p y *J~;V) [\,V-\f7 = ~;V\ -3-# /WTtf^f- % 

15 K hV 7MvW®M. 

l&ik : 4. 2 mg 

HPLC G£#B) 10096 (^jW^l. 543#) 

MS (APCI+): 703 (M+H), 705 

20 MMM 9 8 

3'- ( { [4- (T ^ J Wfc~jV) 7 x.*°f-jV\ [ (E) -Z-7 * ~/V-2-7° P^^/H7^ 

y } y ^/u)-N-[2-(i-t°P y ^/i^^/u] [i, r-t^^^]-3-^^=¥f-^ 

K h y 
l&UI : 4. 2 mg 

25 HPLC ftffi (£#B) : m& 100% (^«1. 543#) 

MS (APCI+): 637 (M+H) 

MMM 9 9 

3'-({[4-(T 5: / */V/fcrvV) [2-{^*yM*i/) T 5 J } 
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7<^/V)-N-[2-(l-t: 0 P ]) [1, l'-lf 7ai=/H-3-^/V^^f-* K 

JjXit : 3. 8 mg 

HPLC #tff (&#B) : iHSA 100% 497#) 
5 MS (APCI+): 655 (M+H) 

mmm 100 

3'- ( { [4r (T § y ^/U) 7 1 *fyV] (4-7 x ~/V7* ;^^)T5/}^f 

/v)-N-[2-(l-t°u y [i, r-bT 7ai^/u]-3-^/V#^rf-^ K by 
10 ^tfnffUMfi; 
IR4 : 3. 7 mg 

HPLC #W (*«*) : mt 100% (&£f«1.581#) 
MS (APCI+): 653 (M+H) 

15 WfcM 10 1 

3'-({[4-(T 5 J *>MwV) 7i^f/V] [3-(lH--T y K-/W3--f /U)^P/V>f 
/V]7U}^ ^)-N-[2-(l-t°n y s?^)*^] [1, l'-tT73in/P]-3-^/V# 

Wk : 1.4 mg 

20 HPLC &m (##B) :ffl&10W (#Mf B^l. 524#) 
MS (APCI+): 678 (M+H) 

MMm 10 2 

3'-({[4-(T$ /^V*d//)7x^][2-(4-^ h^S^^/POTir^vl/lr 
25 5: 7 } / f-7V)-N-[2-(l-t°o y [1, 

% k hy 

l&fi : 4. 3 mg 

HPLC (^#B) : *B& 100% (#Jf «1. 467#) 
MS (APCI+): 655 (M+H) 
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mmm 103 

3'-({[4-(TS J ^;v*-/v)7i^f;v][2-(3-^ h^i/7x^)7tf;v]7 
x/}* ^)-N-[2-(l-t°n y [1, V-\Z7 ol-)V\ -Z~ij;V^^ 

J&i : 3. 5 mg 

HPLC #*ff (#i#B) rjffig 100% (ftttttffll. 491&) 
MS (APCI+): 655 (M+H) 

Hife^»J 10 4 

3'-({[4-(T 5; / ^/V^^)73:^f;l/] [2-(3-7/^P7i=;V) T-fe^]T 
5 /}^^7V)-N-[2-(l-t°P y [l, l'-lf7rn^]-3-^/V#>-y- 

J&ft : 3. 2 mg 

HPLC (&#B) :*fig 100% (ftttMQl. 490&) 
MS (APCI+): 643 (M+H) 

mmm 105 

3'-({[4-(T^ J *;Vfc~;\<)7x.%3-M [2- ('O'^/KT ^ / ) T-fefvklT ^ 
J } / -N- [2- (1- f n y ^-=f-)V\ [1 , 1'- if7i n/k] -3-* /l^if ^ 

JR* : 3. 3 mg 

HPLC##f(&#B) :*figlOO* (fiy#$R|1.413#) 
MS (APCI+): 668 (M+H) 

mmm ioe 

3'- ( { [4- (T 5 y *;V*~M s<y i?M [2- (4-^ n^7x n/V) T -fe?VV] 7 5 
7}^/V)-N-[2-(l-t: 0 n y ^/v) m^/V] [1, l'-lf 7xs/W]-H/V#*t5 
K M)7^oM 
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IRA : 3. 3 mg 

HPLC &m (*#B) : mt 100 % (fiy$B#Wl.564#) 
MS (APCI+): 689 (M+H), 691 

5 mm 10 7 

3'-({[4-(7^^*=;V)^/V] [2-(2-7'P^7x=/U)T-fe^/U]T5 /} 
p<^/V)-N-[2-(l-t 0 .n U i?=A»)3i^] [i, l'-lf 7^=/V]-3-^/V^=3rf-5 K 

iRft : 3. 4 mg 

10 HPLC (&#B) : mSL 100% (ftttflHHl. 534#) 
MS (APCI+): 689 (M+H), 691 

HffiW 10 8 

3'- ({[4-(75 J Xfrft-jl^sOVM [ (E) -3-7 x -/W2-7" p^/^/V]75 

15 / } ^ fvv) -N- [2- (l- tf p y oi^/u] [i, r- 1- 7 ^ -3-* /i^^f- s: 

)Rft : 3. 8 mg 

HPLC ftffi (0km) : Mft 100% (fiMl. 532#) 
MS (APCI+): 623 (M+H) 

20 

H*I#>J 10 9 

3'-({[4-(T 5 J Wfc~;V)s<l/i?rt [Z-(^^^J/)7t^]75 /} ^ 
fVl^-N-Od-fc'P !) i?~A0^?vl/| [1, l'-tf 7x=/U]-3-*;^^t § K h 

25 JlX* : 3. 4 mg 

HPLC (&#B) : ffft 100% (ttKffMBl. 480#) 

MS (APCI+): 641 (M+H) 

H W 110 
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3'- ( { [4- (T 5 / Wfr-fr)^*?;],] (4-7 * -fr-ft J4fr)T%;)* fvP)- 
N-[2-(l-tf n 1) [1, l'-tf 7i=/V]-3-*;V#^t* K h 7/V 

ItZft : 4. 7 mg 

HPLC 5>=tFf (&#B) : »&& 100% (ftftttlHIl. 576#) 
MS (APCI+): 639 (M+H) 

mm 1 1 1 

3'-({[4-(T5 [3-(lH-^y K— 71^-3-^^)7° P'V^ 

;V]7^}^ ^)-N-[2-(l-fc°P U ^c=W) ac^/l/| [l, l'- \f7^/V)-S-%;\si$ 

K hy7/M"0@1« 
IRH; : 2. 0 mg 

HPLC (£#B) -.mm 100% «££f«1.503#) 

MS (APCI+): 664 (M+H) 

mmm 112 

3'-({[4-(T^ y*/l^-/H^vyk][2-(3-^ h^^7ai^V)Tir^/HT5 
/} ^^/V)-N-[2-(l-tfP U ^=-/V)^;V][l, l'-\?7 fr^y-* 

l&fi : 4. 5 mg 

HPLC MR : tt£ 100% (UWtirmi. 485#) 

MS (APCI-): 641 (M~H) 

MMM 1 1 3 

3'-({[4-(T^ /*/l^=/V)^V^/V][(E)-3-(4-;>< hdf-^7^=/V)-2-7°n^ 
5 /M^-N-Od-t'ci Jj ^^)^/V] [1, l'-t'7x=/V]-3-^7 

5 k by 7/v-tf- umm 

& j| : 5. 6 mg 

hplc &m) : mm 100% (^h#bqi. 527#) 
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MS (APCI+): 653 (M+H) 

mnm i i 4 

3'-({[4-(T 5; J [2- (3-7/^ D7i T~fe ^] T 5; 

5 7 } ^ ^)-N-[2-(l-t°P !j S^/l^^VV] [1, Y-\fy^)V\-Z-tl)Vif^^r^ 

J|K* : 4. 3 mg 

HPLC#*f(*ttB) : to 100% (HMWflQl. 494^) 
MS (APCI+): 629 (M+H) 

10 

H»J 115 

3 - ( { [2- (i-Zf n^y T-fe^/V] [2- (4- tf U -^—/V) a:fvl/| 7 ^ / } ^ <f- 

/i-)-N-[2-(i-t°P y ^n^)rc^/v] [i, r-if7x^/v]-3-^^^ ?k h y 

15 IRS : 4. 8 mg 

HPLC (&#B) : ^ 100 % (ftttRMQl. 230&) 

ms (apci+): 625 (m+h) , 627 
i i 6 

20 3'- ( { [2- {Z-Zf P^7i ~/W) T-fe^/U] [2- (4- fcf y T5/}^f 
/W-N-[2-(l-t°n y ^^/V)cc^yv] [1, 7i=;i/]-3-*/^^t5 K h y 

J&JI : 5. 2 mg 

HPLC (^B) : to 100 % (««pl$|HJ1.236#) 

25 MS (APCI+): 625 (M+H), 627 

31 WJ 117 

3'- ( { [2- (2-^ P^7x T-fe^/V] [2- (4- 1° y v^/U) aa^Vl'] T 5 / } ^ ^ 

^)-N-[2-(i-fc°p y i*^)*^] [i, r-tr 7zc-/u]-z-# k h y 
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J&fi; : 4. 9 mg 

HPLC #m (*#B) : M& 100 % (ft#l*IR|l. 320&) 
MS (APCI+): 625 (M+H), 627 

MM 118 

3'- ( { [ (E) -3- 7 P ^ J << )V\ [2- (4- fc° y 3: ?7V] T%A^^ 

A-)-N-[2-(l-fc°t3 ]) ^~/v);n?vV][l, l'-b*7^=/V]-3-^^^rf-^ K h ]) 

HSLM : 6. 8 mg 

HPLC (^#B) : m& 100 % ({S&f fulfill. 316#) 
MS (APCI+): 559 (M+H) 

mmm 119 

3'- ({(4-7 *.~;l<7°? J [2-(4-t°y *y=-)V)^;V]T % / } * 5vV)-N-[2- 

(1- t° p y v^-/v) [1,1- if 7 3. -3-#^>f- ^ k h y 7/1^ C 

: 5. 0 mg 

HPLC (&#B) : iWae 100 X (fiy*I^W 1.234^) 
MS (APCI+): 575 (M+H) 

mmm 120 

3'- ( { [3 : (m-f y k-/v-3-^ /v) / v >r [2- (4- tr y ^fvU] T 5 

/ } ^ -N- [2- (1- 1° P y S?~/V) aifyl,] [1, 1»- If 7 at -/V] -3-* - 5 

K h y 
IRS : 1. 5 mg 

HPLC (*#B) : MA 100 % (Hfc#B#|BJl. 308#) 

MS (APCI+): 600 (M+H) 
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mmm 1 2 1 

3'- ( { [2- (4-p< b i/ y ~/V>) T±^M [2- (4- fc° y A<) ^ fyU] T%J)^^- 
)V) -N- [2- (1- 1° a y ^/V) ai^/v] [1, r- \£7 a, ^/v] -3-# /V#>f- ^ K h V 

i&lfc : 6. 6 mg 

hplc &m (4km) : mm 100 % (0M$n#fwi.264#) 

MS (APCI+):577 (M+H) 

mmm 122 

3'- ( { [2- (2-7 P*7i T-fe^/U] [2- (2-^^^/V) ^ ^] 75/}^ ^VU) - 
N-[2-(l-t°P y ^r^rrfVl'] [1, l'-fcV^~/V]-3-#/l^=arf-5: K h V 7A> 

: 2. 8 mg 

HPLC (^#B) : n& 100 % (fiy^l^Ml. 749#) 
MS (APCI+): 630 (M+H), 632 

mmm 1 2 3 

3'- ( { [2- (2-^~;V) [ (E) -3-7 a: ~/V-2-7 P "V -< A-] T ^ / } * *f- 

M -N- [2- (1- 1° a y [i, r- if 7 31 -3-^7 - s: k by 

HXfi : 3. 3 mg 

HPLC MR (&#B) : Mft 100 % (fitttftNl. 728#) 
MS (APCI+): 564 (M+H) 

mm 1 2 4 

3'-({[2-(^<y ^/V^S^T-fefvH [2-(2-fx^/V)xf/Hr ^ ^/V)-N- 
[2-(l-trn y i?=/V)^^;V] [i, r-f 7i=;P]-3-^;^^rt^ K by 

I&it : 3. 5 mg 
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HPLC &Vt (&#B) : 1m 100 % (fimffil. 682#) 
MS (APCI+): 582 (M+H) 

mrnm 1 2 5 

5 S-({(4r-7*~A>7f/ [2-{2-f-^=.;V)^;V\T% J) t ^)-N-[2-(l- 
t°p y y^.)V)=^f-jV\ [1, l'-if 7i=/v]-3-^/^^t* K h V y;v&v%m 

Jftii : 3. 3 mg 

HPLC MR (£#B) : $&& 100 % (ftttftRl. 776#) 
10 MS (APCI+): 580 (M+H) 

%mm 126 

3'- ( { [3- (1H-- f S S K— /l^-W /V) ^ D / V /V] [2- (2-^-rc-/V) a: ^/V] 7 ^ / } 
^^/V)-N-[2-(l-t°P y l'-tf 7^^/H-3-^7^>f-5: K 

15 M;7/Vtn^iS 
flX* : 1. 7 mg 

HPLC (£#B) : *&£ 100 % (flH*#Wl.701#) 
MS (APCI+): 605 (M+H) 

20 HifetfiJ 12 7 

3'-({[2-(4-^ h^'>7i=/l') T-fe^/V] [2- (2-^^=^) rc^/p] 7 S J } ^ 
/V) -N-[2~ (1- bf D y [1, 1'- tf7 3i -3-# f- * K bV 

Jfcii : 3.0 mg 

25 HPLC $m (0km) : #B& 100 % (fiySBfrNJl. 667#) 
MS (APCI+): 582 (M+H) 

mmm 128 

3'- ( { [2- (3- h cc n;l/) T-fe ^/W] [2- (2-^^/W) a: ?vv] 7 5 / M ^" 
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;U)-N-[2-(l-tf p ]} i?^/i>)^fi>] [i, l'-fc^3:=7V]-3-^^^f-^ K hV 
)JX* : 3. 2 mg 

HPLC ftVr (&#B) : MS 100 % (GM^HIl. 672#) 
MS (APCI+): 582 (M+H) 

mmm 1 2 9 

3'- ( { [ (E) -3- (4-*h**S7* -2-7° P ^ y )V\ [2- (2-^rvV) ^^/P] 7* 

5Vu)-n-[2-(i- t°p y v^=/v) ^?yi/| [i, r-tr 7cc=/i^]-3-^7^>f- 

: 3. 9 mg 

HPLC (&#B) : fttig 100 % (##l$|«Jl. 715#) 
MS (APCI+): 594 (M+H) 

mmrn 130 

3'-({[2-(3-7/V^-P 7i=/P) T-fe^/V] [2- (2-^=.yV) s^/U] 7 5 / } 7 

^)-N-[2-(i-t°n y i?=/ix> [i, r-t^a^j-a-^^drf-? K h y 

I& J; : 1. 1 mg 

HPLC (&#B) : 100 94 (##l$Wl. 700#) 
MS (APCI+): 570 (M+H) 

mmm 1 3 1 

3'- ( { [2- H^VW /KT ^ / ) [2- (2-^^=/W) ^fvV] 7 ^ / } 7 ?7U)- 

N-[2-(l~t°P y ^=,V)a^/l/| [1, l'-f 7^=^]-3-^/^>f- $K h y 

IRS : 3. 5 mg 

HPLC ftffi {0km) : « 100 % (Unmmi. 583ft) 
MS (APCI+): 595 (M+H) 
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$mm 1 3 2 

3'- ( { [2- (4-7" v * 7 a T-fe^;V] [4- (1, 2> 3-^T i?T V-zW-W ;V] T 
7 } -N- [2- (1- 1° P y v?~/V) at [1, 1'- If 7 a -3-* /V#>+> 

tiSLMt : 1. 6 mg 

HPLC (*#B) : m& 100 % (ftttftlRU. 753#) 
MS (APCI+): 694 (M+H), 696 

Hifef !l 13 3 

3'- ( { [2- (3-7 p * 7 a T1r^] [4- (1, 2, 3-^T^T)/-/W4— ( )V\ 7 
J } * f-;^)-N-[2-(l-t°P V i?=^M^/U] [l, l'-tf 7a=;l^]-3-^^^rf- $ 

k h y 7/v^-offrafte 

ItR* : 3. 7 mg 

HPLC (&#B) : 100 % (ftftftffl 1. 729#) 

MS (APCI+): 694 (M+H) , 696 

MMM 13 4 

3'- ( { [2- (2-7 0*71 -/V) 7-fefvV] [4- (1, 2, 3-f7^7 7W4— f /V] 7 5 
/} ^^)-N-[2-(l-t°o y l'-tf 7a=/V]-3-^;V7K=Srf-^ 

K 7/^oBfflfcta 
lR4 : 5. 7 rag 

HPLC (*#B) : mm 98 % «IM*l$Ml.721#) 
MS (APCI+): 694 (M+H), 696 

MMm 13 5 

3'- ( { [ (E) -3- 7 a =/W2-7 b ^ / -f [4- (1, 2, 3-^ 7 5?7 7WW4-Y /U] 7 
/ } * ^)-N-[2-(l-t 0 B y *7~/V) [1, l'-tf 7i^]-3-*;«^-t 5: 
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JjX M. : 5. 4 mg 

HPLC (&#B) : fm 100 % (&&« 1.705#) 
MS (APCI+): 628 (M+H) 

5 mmm 1 3 6 

3'-({[2-(^y^^U) T-tJ-M [4-(l, 2, 3-fT^7y-/H-f/H T ^ / } 
7 ^W)-N-[2-(l-fc'P U v?=7l^)ai^/V] [1, 1'- t^^^/H-3-^/V^drf- ^ F 

h y y/vxumm 

l&ii : 2. 1 mg 

10 HPLC fttit (f£#B) : Mft 100 % (ftttftlRl. 662#) 
MS (APCI+): 646 (M+H) 

1 3 7 

3'- ({(4-7x j j ,\,) [4- 2 , 3-^T v>T ;V-4-^ /U]75/}^f 

15 /^)-N-[2-(l-fc°P JJ ^-/V)3i^][i f r-^7*=/V]-3-*yVaJ?^5 K hV 

JR* : 1. 1 mg 

HPLC MM*B) : MS 100 % (fitf&ftlWl. 759#) 
MS (APCI+): 644 (M+H) 

20 

H%09 1 3 8 

3'-({[3-(lH-T y K-A^HA') ^o/V>f /V] [4-(l, 2, 3-^7^T'/-/W4-H' 
/>]7^;}> 5vH-N-[2-(l-fc° P y v?=./U)ac^v] [1, l'-lf 7x=/H-3-*/V# 

25 JiX* : 1. 8 mg 

HPLC (*#B) : mm 100 % (ftttH*IH|L680&) 
MS (APCI+): 669 (M+H) 

%Wfr\ 13 9 
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3'-({[2-(4-^ b *iS7 T±?M [4-(l, 2, 3-^7 v^7/-;WHM7 
^/V)-N-[2-(l-fc°o y V>=.;V)^;V] [1, l'-lf 7ai^7V]-3-*/^^f- 

J&ft : 5. 4 mg 

HPLC (*#B) : 100 % (fim^Ml. 652#) 
MS (APCI+): 646 (M+H) 

rnmm 140 

3'- ( { [2- (3-> b iX7 * T-fe^/H [4- (1, 2, 3-<?Ti?T ?V\ 7 

^ y } y ^/u)-N-[2-(i-t°o y [i, r- \fy ^=.;v\-z~n 

HJUk : 5. 0 mg 

HPLC (£#B) : fc£g 100 % (fia$B#|HJl. 651#) 

MS (APCI+): 582 (M+H) 

mmm 1 4 1 

3'- ( { [ (E) -3- (4-^ b * 3= -2-*fu ^/ >f /U] [4- (1, 2, 3-^7 S?7 

-h^]7^; y }y w-N-K-d-fp y [1, r-tf7=^v]-3- 

K by 

: 5. 5 rag 

HPLC ftffi (4km) : 100 % 708#) 
MS (APCI+): 658 (M+H) 

mmm 142 

3'-({[2-(3-7/^o -7^=;U) T±fM [4-(l, 2, 3-^7 VT'S—JWrJ /U]7 

^ y }y f-/v-)-N-[2-(i-t°P y ^/vO^gvklEi. r-br7a=^3-3-*^i/*^ 

It24 : 3. 8 mg 

HPLC #tff (&#B) : M 100 % (ft«NI#|IIJ1.673#) 
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MS (APCI+): 634 (M+H) 

mmm 1 4 3 

3'-({[2-H>-/^/V7 ^ 7 ) T±3-JV] [4-(l, 2, 3-^T^Ty-/W4-f )V\ T ^ 

5 y } * ^v)-N-[2-(i-t°n y v?^/w)^^/v] [i, \'-y?y x.~)V\-z-3> frif^y-^ 

I&ik : 4. 4 mg 

HPLC (&m) : US. 100 % (^R#HU566#) 
MS (APCI+):659 (M+H) 

10 

mmm 1 4 4 

3'- ( { [2- (4-7 p 7 ^ rvV) Tir ^7U] (3- 7 1 ~/V-7° p hVv) T ^ / } ^ fA*) -N- 

[2-(i-k°n y [i, r-hr7zn^/v]-3-^/v^drf- ^ K h y 

15 Ifc* : 4. 0 mg 

hplc $rm (mm m. 100 % (^«i.83i#) 

MS (APCI+): 638 (M+H), 640 
MMM 14 5 

20 3'- ( { [2- (3-7 P ^ 7 x -;U) 7"fe^vH (3-7 ^ =/V7°P tf/V) 75/}^ ^/P) -N- 

[2-(l-t°P y ^=.;V)^M [l, l'-t*7^^]-3-^^drf-5 K . h V 

&ik : 3. 3 mg 

HPLC (£f$B) : mm 100 % ({J&Wb'H. 822#) 
25 MS (APCI+): 638 (M+H), 640 

!l 14 6 

3'- ( { [2- (2-^0^71 Tir^vU] (3-7 :n =;V7°n tVU) ^yv) -N- 

[2- (1- 1° n y v?~/v) ^?vkl [1, 1'- if 7 a -3-# /vtf^f- 5: K f!i7;vt 
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J& j| : 1. 0 mg 

HPLC#$f(##B) :*fi«98% (fttttt|R]1.8U&) 
MS (APCI+): 638 (M+H), 640 

wm 147 

3'- ( { [ (E) -3-7 s. ~/V-2-7 p^;^](3-7i n tW) T ^ J } * ?vV) - 
N-[2-(l-tr n y i?~M^M [1, l'-t*7i=/V]-3-^/^^f-^ K h J/ 7 

& # : 4. 1 mg 

HPLC (fc#B) : jftg 100 % (fl^PQl. 798#) 
MS (APCI+): 572 (M+H) 

mmm 1 4 8 

y-dlX^y^^rW] (3-7s=;V7 P o tW)T 5. 7}^ ?VV)-N- 
[2- (1- t°ci y rc^H [l, 1'- tf 7 * ~M -3-* /M?3rf - 5: K h V 7 ;\sJr 

l&it : 4. 6 mg 

HPLC (&#B) : « 100 % (ft#B*|fll.754$» 
MS (APCI+): 590 (M+H) 

IHfcftl 14 9 

3'- ( { (4-7 a =/v7^ / 4 )\>) (3-7 x.=-/P7*v T % / } * *f->V) -N-[2- (1- h° 

n y i?=-M [i, r- if7x^]-3-*/^^f- 5 K h y i^a-a raft* 

IRS: : 4. 8 mg 

HPLC (##B) : m& 100 % (tf^«l. 844#) 
MS (APCI+): 588 (M+H) 



mum 150 
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3'-({[3-(lH— T ^ /V-3--1' )V)~?xi/<J 4 )V\ {l-y^~jvzfu \?}V)T% /} / 
^/V)-N-[2-(l-t:°D ]) i^A)rcfyi/| [l, V-\?7x.^jV]-3-$/lstf*y-$ K h 

y y/i^pgfc^g 

: 1. 7 mg 

HPLC ftft (^#B) : 100 % (ftftl$Nl. 761#) 
MS (APCI+): 613 (M+H) 

mmm 151 

3 - ( { [2- (4-p< h*i/7*. -A) Ti?9Vkl (3- 7 x. =-/Uy°u tW) 757}^ ?vV) - 
N-[2-(l-t°n V [1, l'-tr 7a^]-3-^/^drf-^ K f» y 

IRS : 3. 2 mg 

HPLC (<£#B) : m& 100 % (&&«1. 724#) 
MS (APCI+):590 (M+H) 

mmm 152 

3'- ( { [2- (3-p< h 7 re ~/V) TWA] (3- 7 m P tf A) T ^ / } ^ ^A) - 

N-[2-(i-t°P y s^/i^^a] [i, v-^y^M-^/^^^ K by 7 A 
I&ik : 4. 0 rag 

HPLC (^#B) : 100 % (ift^Bai. 737#) 
MS (APCI+): 590 (M+H) 

WSM 15 3 

3'- ( { [ (E) -3- (4-^ f^^7x ~ A) -2-:/ n ^ / a] (3- 7 * ~sl>7° P bfA) 7 ^ 
/}^A)-N-[2-(l-fc°P y y=A):^A][l, l*-tf7^=/H-3-*A7j?^f-5 

IKS : 4. 7 mg 

HPLC #&f (^#B) : « 100 % (fiy^lffll. 791#) 
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MS (APCI+): 602 (M+H) 
MMm 15 4 

3'- ( { [2- (3-7 P7i T-fe =f-)V\ (3-7 x^;V/n fcf ;V) T K J } * ^) - 
5 N- [2- (l- tf n y ^-/v) a^/v] [l, r- if 7 a: -3-# /u#>-y- 5 K h y 7>v 

JtZl: : 5. 7 mg 

HPLC $MJf (^#B) : ^ 100 % (£&WbU 758#) 
MS (APCI+): 578 

10 

H%09 15 5 

3'- ( { [2- K^y-Y /VT 5 J ) Tir fvu] (3-7x =;^^p fcVk) T 5 J } * -N- 

[2-a-fcf p y ^-ao^/wHi, i'-tf7ai=/v]-3-*/v#>-y-s: k h y 

czgtBfeift 
15 IRS : 5. 0 mg 

HPLC (&#B) : Mm 100 % 1. 648#) 

MS (APCI+):603 (M+H) 

MMffl 15 6 

20 fT/V 4-[([2-(4-yn^-7^=yV)Tir^/V]{[3'-({[2-(l-t°ny ^-/l/)^^ 

/v]r^) [i, r- if 7 x -w /v] ^ 7^;)^ ?7u] y 

: 1. 4 rag 

HPLC (^#B) : MS 100 % («*WMl!l.740£) 
25 MS (APCI+):668 (M+H) , 670 

mum 1 5 7 

4-[([2-(3-^P*7i=/V)7tf;H {[3'-({[2-(l-t°n ]) 

jv)t% J [i, r-tr 7x=^]-H^] ?vv} r 5 /) ^ TM^s 
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Wk : 3. 1 mg 

HPLC jtffr ($#B) : tm 94 % (iW*WfflBl. 735&) 
MS (APCI+):668 (M+H), 670 

MMM 15 8 

tf/ls 4-[([2-(2-^n J t7i-;l')7tf;H {[3'-({[2-(l-tf n JJ v^a-)^?- 
/V] T * 7 } #/V#~/V) [1, 1'- If 7 * =;V]-3->f /> ^/M 7;/)^ ^/W]^ V 

y^— h h y y 

HXS : 5. 7 mg 

HPLC (£#B) : MA 95 % (fffiftmi. 718#) 

MS (APCI+):668 (M+H) , 670 

15 9 

4-[ ([(E) -3-7^^-2-^0^7^^] {[3'-({[2-(l-fc°d U ^ 

9vv-] 75/} */i/^=/u) [i, r- t'7x -3-^ /v] y r 5 / ) * ^/v] ^ 

IR* : 1. 5 mg 

HPLC (*#B) : MA 97 % (ftftHfrDQl. 700#) 

MS (APCI+): 602 (M+H) 

Hifeey 16 0 

y ^/V 4-[([2-H>'v ; ^^v')Tir^-;H {[3'-({[2-(l-tf p V i/^jV)^ 
;w]7^) ^m^/p) [i, r~tf 7 /w] y 7^/)^ ?vv] 

IRS : 1. 5 mg 

HPLC (*ft=B) : MA 100 % (fitful. 648#) 

MS (APCI+): 620 (M+H) 
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mmm 1 6 i 

y ^/V 4-[({(4-7s^^;^f;l/) {[3'-({[2-(l-t°P y v?^/V) ocfvl/] y * 

y [i, r- bT7ai=^]-3-^/v] y fvW r s: y ) y f^^y/x- h 

hy^A^ng^Ji 

I&Jfc : 5. 0 mg 

HPLC (&m) : tt£ 100 % mrnrn. 748#) 
MS (APCI+): 618 (M+H) 

mmm 1 6 2 

y TvV 4-[({[3-(lH--f ^ K-^-S-f/^^P/NV-r/V] {[3'-({[2-(l-t°n y *; 

T % J } U/Vi$~;v) [l, 1'- \fy -3— f /V] y ?-;l>) 75/)^ 

IR* : 0. 7 mg 

HPLC (&m) : « 100 % (^B$Pb11.674#) 
MS (APCI+): 643 (M+H) 

mmm 1 6 3 

y^/V 4-[({[2-(3-y h^rv'7^n^)T-ir^7V]{[3'-({[2-(l-t'py^=yU) 
T ^ / } #/l^^/V) [1, 1'- \fy ^ju]-3-4 M P< ?7V} T ? y ) y ?vu] 

i&ik : 1. 0 mg 

HPLC (&#B) : MM 100 % (^B#PsU 641#) 

MS (APCI+): 620 (M+H) 

mmm 1 6 4 

*^-}V 4-[({[(E)-3-(4-y h^riy7^=./l.)-2-7 P n^/'l'^]{[3'-({[2-(l-t 0 

o y ^=/v)at^]r ^ /)itfi*$~A') [1, Mf7x^]-3-^/i']^f;Hr^ 
y) y h by 7;^ni^il 

: 0. 9 mg 
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HPLC (*#B) : 100 % ({jfeftftlR] 1.697#) 
MS (APCI+): 632 (M+H) 

1 6 5 

5 t^A/ 4-[({[2-(3-7/l/*n7*=i/l/)T'fef"/l']{[3r-({[2-(l-tft3 U 
l&Jfc : 4. 2 mg 

HPLC (*#B) : #6& 100 % 672#) 
10 MS (APCI+): 608 (M+H) 

mmm 1 6 6 

6-([2-(4-^n^-^^=/V)T-fe^] {[3'-({[2-(l-t°P J) i?=/>)a^ 
M T 5: / } [l, r- tT7 3i-/V]-3-H' /v] * f-M 75/) si— 

15 h h y 

ItKJk : 3. 0 mg 

HPLC (##B) : *E& 100 % (fi^M 1.696^) 
MS (APCI+): 648 (M+H), 650 

20 mmm 1 6 1 

Q-([2-$-7n*:7 *~,v)T±?-A>] {[3'-({[2-(l-tf p V V~jV)^ 
^]7 5/} #/k/}?3vW) [1, 1'- \?7 ^~)\>1-Z-y( As] * f-;V) T % J ) ^rfV 

J&ii : 1. 1 mg 

25 HPLC C*ttB) : 100 % (fc#l#|HJ1.691#) 
MS (APCI+): 648 (M+H), 650 

%im J 16 8 

^ 6- ( [2- (2-y P ^ 7 a T-fe^/V] { [3'- ( { [2- (1~ t° P ^=/^) 3if- 
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MT^y } jjju-tf-jv) [1, v- tf y =c -M-z-j ;v] * t 5 J ) 

J&it : 2. 9 mg 

hplc ftvt mm) : mg. ioo % (&wmm i.67o#) 

MS (APCI+): 648 (M+H) , 650 

mmm 1 6 9 

6-([(E)-3-y^^-2-y°n-</-(M {[3'-({[2-(l-t°n V V-M^f 
M T ^ J } lu\>i$=-)\>) [i, r- tT7 )V\ * f-M T%A a— 

J&S : 1. 0 mg 

HPLC (*#B) : mg 100 % (^B#Ffl 1. 655#) 
MS (APCI+): 582 (M+H) 

MlfeM 17 0 

**f-;v 6-([4-y ^-/i>y*f ; J M {[3'-({[2-(i-t°n y y^/u)^;u]r K 
y 

l&it : 3. 4 mg 

HPLC (&#B) : « 100 % $M$B#|gl. 699#) 
MS (APCI+): 598 (M+H) 

MMM 1 7 1 

?7V 6-([3-(lH--T ^ K-/W3-T/V) 7*P/V {[3'-({[2-(l-t'P V S*= 
yk) 3:^/1/] r ^ / } %;\>i$-;V) [1, 1'- tT7 * =/H "3-C /U] ^/U} 7 ^ / ) ^ 

i+V h h y 

JR# : 1. 0 mg 

HPLC (&#B) : 100 % (##B#R|1. 629#) 
MS (APCI+): 623 (M+H) 
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MMffl 17 2 

J f-lV 6- ( [ (E) -3- (4-^ h * *S7 a =7W) -2-7° O ^7 >f /V] { [3'- ( { [2- (1- fc° O 

y ^)xf/i/]7 5: y } */vtj?-/w) [i, Y-V7x.^\>'\-z-<4M* s f-M r 5 

iDlJt : 3. 5 mg 

HPLC (^ffiB) : 100 « 659#) 
MS (APCI+): 612 (M+H) 

10 gffigftl 17 3 

y^/W 6-([2-(3-7;Vto7xn;l/)Ttf;v] {[3'-({[2-(l-t: 0 P D ^=,v) a. 
5vH T ^ / } #;i^-/l/) [l, 1'- t'7x^]-3-^ /V] * ?vu} T S 7 ) ^rfV x. 

MJ7/^pM 
JR* : 2. 1 rag 

15 HPLC ftffi mm) :«100% WtfmjBl 1.620&) 
MS (APCI+): 588 (M+H) 

HJI0iJ 1 7 4 

N-[4-(T 5 /^y^^/U) 7a^^/l/]-2-(4-^l3^-7cc=:^)-N-{[3*-({4-[3- 
20 S^/U) 7°n f/t/J-l-fc^y tf/l/tfs^) [1, l'-t*7a^/P]-3- 

1) 4-{3-[l-(3-yn^V^/V)-4-t°-<U v?=/V]7"a tW}-l-tf^y v?^* 
yfyy^V'^ y a. * r/i' 

4-^ hP7x/^^/^;l/!7y ; /l/^> (6.00g) x (3-^P^e^^^ 
25 /V) {4- [3- (4- y -f v tVH -1- V i?-M * 9 J l^SOKA (4. 66 

g), DIEA (3.76 ml) iDMF (50 ml) OH«Ifit2 0H«Lf: o £g£ 
&5*U ftfcjtafcttJWSr DMF, THFfeJ;t>V^/-^r«»#, MffT5 
Ot^^LT^jSffrg'fc (6.95 g) £#fc 0 fc^OJ|Mt^«Ltt*tt0. 72 
mmol/g Br: 5.77%<fc9^ffl) "C^ofc, #£,*Lfc«fJll (5 beads) 
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&b])'7/l'*nffl8tr*J*nv*fr> Q:i; 50 ml) T'&SLT (3-yp^7x 

{4-[3-(4-t°^y v^jV)?u tvv]-i-fc°^y ^;y^ hplc 

HPLC (&m) : M£ 97% (^0#Fp5 : 1. 437#) 
5 MS (APCI+): 393 (M+H), 395 

2) 4-{3-{l-[(3 , -2jvV$/Hl, V-\f7 x.^M-Z-J A<)i}A'-$~;\']-4r\?s<y i? 

mmm 7102) t rhxic u-r jss u/c 0 

M : 7. 60 g 

10 HPLC #tff (&ftB) : Jttg 94% (ftttftM : 1. 484#) 
MS (APCI+): 419 (M+H) 

3 ) 4-{3-{l-[(3'-({[4-(T 3: 7 X/l>7fr~;l>) 7 T / ?VV) [1, l'-lf 

15 7 1©3) i Iridic tTSiBi Lfc 0 

l&ft : 30 rag 

HPLC <&m) : jjfcg 67 % : 1. 293#) 

MS (APCI+): 603 (M+H) 

4) N-[4-(T 5 / ^/V^^/V) 7^^^/V]~2-(4-7'nr^7cc^/V)-N-{[3 , -({4- 

20 [3-(4-b 0 -<y y^)v)rf* tf/t/H-txy ^-/H^/wfc/i') [i, v-V7*~ 
^ife^j 7 i © 4 ) t ur^at ufc 0 

l&Jk : 6. 0 mg 

'H-NMR (Acetone-d 6 ) §: 1.00-2.00 (16H, m), 2.90-3.40 (8H, m), 3.40-3.60 
25 (2H, m), 3.60-3.80 (2H, m), 3.81 (2H,s), 4.78 (2H, s), 6.55-6.65 (2H, m), 
7.14-7.25 (4H, m), 7.30-7.50 (8H, ra), 7.60-7.90 (2H, ra). 
HPLC %ffi <&#B) : m& 98% (##I$IW : 1. 702#) 
MS (APCI+): 798 (M+H), 800 
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mmm i i 5 

N-[4-(T 5; J =.;V) 7** <?jV\ -2- (3-7 n ^ 7 ^ -N- { [3'- ( {4- [3- 

(4-fc"^y fcVl/|-l-fc 0 x:y *?slA>) [1, 1'- fc* 7^/1/1 -3- 

I&Jl : 6. 8 mg 

HPLC (^#B) : ^ 100 % 1.687#) 
MS (APCI-): 797 (M~H) , 799 

I»J 17 6 

N- [4- (7 5/ ^/I'ZfrrVl') 7 st*^!/] -2- (2-7 cr ^ 7 x -N- { [3'- ( {4-[3~ 

i?- ; v)7°u tVv]-l-f^y S*=;W;tr/U#:=yl/) [l, l'-tf7oi~/k]-3- 
-Y/V] * Tir h 7 5 K by :7/i^t^i& 
HXft : 6. 4 mg 

HPLC (^B) : *fig 100 % (tiMttifflQl. 677#) 
MS (APCI-): 797 (M-H), 799 

mm\ 1 7 7 

(E)-N-[4-(T 5 / ^/^^^/^) 7x^.^^]-3-73:=yl-N-{[3'-({4-[3-(4-t ,, ^ 
y V~)V)-fv. tVu]-l-t°^y v^/W^fc/V) [1, l'-t'7x=;W]-3-^;i/]^ 
9vW -2-7 p-<75: K h V 7frHr n B^fett 
llXft : 6. 0 rag 

HPLC (&#B) : |fi^ 100 % (filttlftMl. 656&) 
MS (APCI-): 731 (M-H) 

mmm 1 7 8 

N-[4-(T 5 7 7^^^]-2-(-<^^^-driy)-N-{[3 , -({4-[3-(4- 
f^y $^V)7p t°^]-l-t°^y [l, 7a~/l/I-3-^ 

/V] * ?7V} T *fe h 7 5 K hy 7 A'* c BHfttt 
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1{Z4 : 6. 6 mg 

hplc swr (0km) ■. mst ioo % (tetmrni. 625#) 

MS (APCI-): 751 OHO 

5 179 

N-[4-(T 5 / X/^^)7x^f;>]-4-7ii/H^-{[3'-({4-[3-(4-tV y 

=^)^p tr/i/]-i-tr-^p #/i^*~/u) [i, r-br 7xs^]-h^] * f- 

l& J; : 5. 7 mg 

10 HPLC (*fl=B) : *&& 100 % (iSy#B#Ml. 700#) 
MS (APCI-): 747 (M-H) 

mm 18 0 

N-[4-(T5: J X/V*^M7^?-;V]-2-(.4r* V**sy ({4r[Z- 
15 (4-t'^U ^/V)7"p tV^-l-t'^y [1, l'-fcf7==/P]-3- 

iDtJk : 1. 7 rag 

hplc $rffi mm : mat 100 % (&&ti».6i5#) 

MS (APCI-): 749 (M-H) 

20 

£%0!l 18 1 

N- [4- (T 5 J *;\<ifr=.;V) ^/V] -2- b ^ * -N- { [3'- ( {4- [3- 

(4-t°^y i?=;i/)yn tvv]-i-t°^y *?=.M*Arf~M [1, r-tr^ssvi/i-s- 

25 iDlft : 1. 0 mg 

HPLC ftffi (&#B) : jfttg 100 X (ftftttlRIl. 619#) 
MS (APCI-): 749 (M-H) 

H1ife#!] 18 2 
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(E) -N- [4- (T 5 / Wfc ~Ad y * fvV] -3- (4r* ~M -N- { [3'- 

({4-[3-(4-t°^y *?=.A,)yxi tvuM-t^y [i, r-t^^ 

-3->f yv] * -2-7° p ^ * K M)7/vto 
Iftft : 1. 9 mg 

HPLC fttir (&#B) : jf«& 100 % ({RttPtyJQl. 661^) 
MS (APCI-): 761 (M-H) 

MMM 18 3 

N-[4-(T ^ J x;VOs=.;l>) 7j^f/H-2-(3-7^n7x=;V)-N-{[3'-({4-[3- 

^)7*o tvn-i-f^y [1, r-tf^rvi/i-s- 

4 ;v] p< ^vv} T-febT^K t> y 7;v^-p ffiWft 

iRft : 4. 9 rag 

hplc ft$t mm) : mm 100 % (fttti*mi.633&) 

MS (APCI-): 737 (M-H) 

mmm 1 8 4 

N-[2-([4-(T ^ / ^^s^/)7s^^] {[3'-({4-[3-(4-t°^y ^-/V) l/u t ° 
/H-l-t°^y [1, 1'- fcT!7 ~}V\-Z-4 )V\ ? fvl/} T % J)-2- 

Hr*r*y^>V\ ^yX7 5 K by n BtBfejg 
J&4 : 1. 2 mg 

HPLC (&#B) : fti& 100 % (fiM^Wl. 563i» 
MS (APCI-): 762 (M-H) 

MMM 18 5 

N-[4-(T >/^/^=/l/)^y^V]-2-(4-7*n : t7i=/V)-N-{[3'-({4-[3-(4- 

txy *j=^;v)zfn tvv]-i-t°-<y ^=/W^/^=/w) Ci, i*-tr7*=/p]-3->r 

HR* : 1. 9 mg 

HPLC ftffi (&#B) : mm 100 % (fii#l#Wl.698#) 
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mrnmi 8 e 

N-[4-(T ^ y ^/V^^)-<^^/V]-2-(3-^P ; E-7^^)-N-{[3 , -({4-[3-(4- 
^]) e/l/H-f^y [1, l'-bf 7 x^/V]-3--f 

: 6. 5 mg 

HPLC (ft#B) : Mft 100 % (fi9*l$Wl. 686#) 
MS (APCI-): 783 (M-H), 785 

Hiifc#iJ 18 7 

N-[4-(7 ^ /^;^=^)^V^/H-2-(2-7p^-7oi-^)-N-{[3'-({4-[3-(4- 

tv<y ^)yp fcVi^]-i-t°^y [l, r-tr 7x^]-w 

J|X4 : 2. 8 mg 

HPLC ftffi (&#B) : fm 100 % (fia$B#|Wl. 676#) 
MS (APCI-): 783 (M-H), 785 

mrnm iss 

(E)-N-[4-(T ^ J ^)V^M s<WjV\-Z-7 ^^/V-N-{[3'-({4-[3-(4-lf^ V 
^=;p)7n tVH-l-f^y i?~M*A'tf—A') [1, l'-t*7^=/u]-3--f /u]y ^ 
7W-2-7°p^5; K by 
I&J; : 1. 0 mg 

HPLC (&#B) : mt 100 % (ftttttMl. 615&) 
MS (APCI-): 717 (M-H) 

mmm 1 8 9 

N-[4-(T 5 y ^^*-^)^>'^/V]-2-(^^v 5 yV^-dr;X)-N-{[3'-({4-[3-(4-bf 
^ y s^v) ^ P fcVi/]-i- tr^J y #yv^~/i«) [l, r- tf 7 « -/w] -3— f /v] 
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J&il : 2. 0 mg 

HPLC (&ftB) : Mft 100 % (filj«l#mi.622&) 
MS (APCI-): 735 (M-H) 

5 

H&ftl 19 0 

N-[4-(T 5 /^/^^/W)^^^]-4-7a=/W-N-{[3'-({4-[3-(4-^y v 5 - 

yu)^p fcvi/)-i-fc°^y ^/>}*/v^^)[i, r-t^^^/n-3-r/v]^^} 

10 J&ik : 5. 2 mg 

HPLC (*#B) : iKA 100 % (^^1.692^) 
MS (APCI-): 733 (M-H) 

«#)J 19 1 

15 N-[4-(7S /^/^n;V)^^/V]-2-(4-^ h^rv'7a:^/V)-N-{[3'-({4-[3- 
(4-t°^y :/p W-l-f^y ^-/H #/Vxf^/k) [1, l'-lf7^=/l/]-3- 

>T A'] * fvW T* h T 5 K h i> BWWft 
IK* : 3. 8 rag 

HPLC (0km) : n& 100 % (fltflN$ftai.603#) 
20 MS (APCI-): 735 (M-H) 

mmm 1 9 2 

N-[4-(7 ^/^;^=/U)^^;V]-2-(3-^ h^rv-7^^yU)-N-{[3'-({4-[3- 
(4-tf^y ^/V)/p t°/^]-l-t 0 ^y ^n/l/Jtf/Vtf^/V) [l, V-\f? *.—/V\-Z- 

%LM. : 0. 8 mg 

hplc %m mm) : mm 100 % (fimpmi. eo9#) 

MS (APCI-): 735 (M~H) 
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mmmi 9 3 

(E)-N-[4-(7 5 / 7/V^=;V)^yi;;l/]-3-(4-^ h=3^>7a:n/u)-N-{[3'-({4- 

[3-(4-t°^y ^)yp tr ;v]-i-t°^y v 5 -^}*/^^) [1, r-t^*- 

5 i&ifc : 3. 6 mg 

HPLC (&#B) : 100 % («#l$Wl. 647#) 

MS (APCI-): 747 (M-H) 

19 4 

10 N-[4-(T^ S*A'*i—A')-<l'Z?A'l-2-(!&-7A<tn :7rc=vV)-N-{[3'-({4-[3- 
J?=/l/)^a tVV]-l-f^y [1, l'-fc'7x^]-3- 

: 5. 1 mg 

HPLC (&#B) : $B& 100 % (fi^Ml. 624#) 
15 MS (APCI-): 723 (M-H) 

mm 195 

N-[2-([4-(T 5; / Wfc^V^vVM {[3'-({4-[3-(4-tf^y zfv fc° 

M-i- if ^ y [i, r- if y * -3--f /w] ^ r ^ / ) -2- 

20 ^ iXo: fvv] /<yX7^ K h y o 
1R4 : 1. 1 rag 

HPLC toft (*#B) : ffi^ 100 X (»J*B#W 1.540^) 
MS (APCI-): 748 (M-H) 

25 HJfcflJ 19 6 

2- (4-^ p * y = -N- { [3'- ( {4- [3- (4- if ^ y ^c^/u) t° d tw] -l- if ^ y 3? 

x-M [1, r-tf 7a:=/W]-3->f ^W-N-[2-(4-t°y v^/V)^ 
;k]7th7U* h y 
ItZi: : 7. 7 rag 



WO 02/00606 PCT/JP01/05541 

155 

HPLC ftft (&#B) : m& 100 % (&|£fffll. 469#) 
MS (APCI+): 721 (M+H), 723 

mrnrn 1 9 7 

5 2- (3-^ P ^ 7 en -N- { [3'- ( {4- [3- (4- !)^;V)/o tfyV] -1- ]} 

[1, l'-lf7i=/V]-3^;U] p« ?vV}-N-[2-(4-t? y v?^)^ 

J&ik : 6. 4 rag 

hplc wgx (&m) : «s ioo % msmm.mft) 

10 MS (APCI+): 721 (M+H) , 723 

mmm 1 9 8 

2-(2-^p^7x ^/l>) -N- { [3'- ( {4- [3- (4- \£<< U i?^) 7 s P fcVH -1- fc°^ V *J 
[1, l*-tT7 3i-/V]-3-^/V]^^}-N-[2-(4-lf y ^~A-):r.^- 
15 A-]Ti? bT ^ K by 
iRIk : 6. 7 mg 

HPLC #|lf (^#B) : mt 100 % (flM0$|H]l. 470#) 
MS (APCI+): 721 (M+H), 723 

20 ^Jfe^iJ 19 9 

(E) -3- 7 « =/WN- { [3'- ( {4- [3- (4- fc 0 ^ ]) *J~;V)7u fcV^-l-f^y V—M* 
jVif^jV) [l, l'-tf 7 *^V]-3-OH * ^;H-N-[2-(4-t° y Vkfr) ai^/W]-2- 
7*n^t^ K by «m 
JR4 : 6. 7 mg 

25 HPLC ftffi (0kM) : *B& 100 % (fiUWfflJl. 454#) 
MS (APCI+): 655 (M+H) 

Hi£0?|2 0 0 

4-7 * ~/u-n- { [3*- ( {4- [3- (4- tr ^ y e^/v) ^ p tvn -1- if ^ y s^/w * /wtf? 
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[l, Y-M? ^-M-Z-J ;v]^^}-N-[2-(4-t°y *J~M^Mzf#ir% 
ifcit : 2. 1 mg 

HPLC (0km) ■• mSt 100 % (ftttR#|fl]1.495&) 
5 MS (APCI+):672 (M+H) 

H»J 2 0 1 

3- (W-jy /U) -N- { [3'- ( {4- [3- (4- M^ ]) $*=A0 7° P MM -\- M^ 

]} i?^M%fr#~M [l, v-M7*~M-3-4M* ^/v}-N-[2-(4-t°y 
10 K hy7;^p|^il 

»RS : 2. 5 mg 

HPLC &m (&#B) : jffi£ 100 % (fiy#$ffll.416#) 
MS (APCI+):694 (M+H) 

15 HJfe^J 2 0 2 

2- (4-* h^r^7oi=/V)-N-{[3 , -({4-[3-(4-t p ^y 5?=lA0:/p tf/V]-l-t°-<y 
S^/V} # /I^=/V) [1, 1'- a ~M -3— f /V] ^ ?7H -N- [2- (4- M ]) >J-M x. 

7M T±hT%F MJ7;uto mm 
i&Jl : 5. 8 mg 

20 HPLC ftffi (&#B) :^100% (fi^B#Wl.4174» 
MS (APCI+): 673 (M+H) 

H»J 2 0 3 

2- (3-p« h dr iX7 a =/V) -N- { [3'- ( {4- [3- (4- 1 0 ^ U v^/V) 7" P tW] -1- M^- V 
25 U ;Vi£~M [l,V-M7* ~M - W /V] > -N- [2- (4- fc° U ^~/V) 

7-M T± h T $ K hJJ7/>to mtt 
UK* : 4. 6 mg 

HPLC «H*B) : ^ 100 % (fi*8N$IWl.419#) 
MS (APCI+): 673 (M+H) 
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mmm 204 

(E)-3-(4-^ h^r^7 3 i^;V)-N-{[3'-({4-[3-(4-t' , ^y i?=.;V)?V fc7kH-fc 0 
^ y ^rr/V} #/l/j#:=./V) [1, i'-tr 7 ^^V]-3->T /V] ^ ^H-N-[2-(4-t° y i/~ 

HX* : 5. 1 mg 

HPLC (<£#B) : mm 100 % (#*$«1. 447#) 
MS (APCI+): 685 (M+H) 

10 MMM 2 0 5 

2- (3-7/V^" P7i -N- { [3 - ( {4- [3- (4- fcV< V it-fr) 7*V fcVl/j -1- ]) 
*J=-M%/i<t$=-;V) [l, \'-\£-7 ^=->V\-l-4 iV\* 5vH-N-[2~(4-fc o y v 5 -/^ 

JtZifc : 6. 1 mg 

15 HPLC (<&#B) :|5&glOO% (^0^11. 430#) 
MS (APCI+): 661 (M+H) 

mmm 2 0 6 

N-(2-^y-2-{{[3 5 -({4-[3-(4-l^y ^=;V)/p tW]-l-t°^y 

20 fc/v-) [i, 1'- tr 7 ~/v]-3->( /v] ^ [2- (4- 1° y Sfci/U) T % J } ^ 

IRS : 6. 9 mg 

HPLC #=fer (##B) : 100 % (fitf#$ffi|1.369£) 
MS (APCI+): 686 (M+H) 

25 

m-mm 207 

2- (4-^ n * 7 en -N- { [3'- ( {4- [3- (4- If ^ y v^/V) zf n tVV] -1- f ^ y 

[1, l , -tf7a:=-/l-]-3--('^]p<^/H-N-[2-(2-5 L ^=/U)^^ 
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JR ft : 2. 3 mg 

HPLC &fi (*#B) : mg. 100 % (fiMQl. 871#) 
MS (APCI+): 726 (M+H), 728 

5 HJ&iftl 2 0 8 

2- (3-^ n 7 re -N- { [3 - ( {4- [3- (4- 1"^ y 7 s n fcVkl -1- fc 9 ^ U 

tf/V^/V) [1, 1'- \fy 3i=/i/]-3-^ /U] p< fvW -N-[2-(2-^^=/U) 

Jfcft : 1. 9 mg 

10 HPLC #Hf (*#B) : *fi& 100 % (#J$l$im. 860#) 

MS (APCI+): 726 (M+H), 728 

MMM2 0 9 

2- (2-7* P * 7 a- n/V) -N- { [3'- ( {4- [3- (4- fcV< y 7° D fcVkl -1- U ^ 

15 =.;\,}j);Vi£=^;V) [1, V-\?7 ^—M-Z-j Wt^M^-te-Q-^-JV)^ 

/V] T-fe h T 5 K h y 
: 1. 7 mg 

HPLC (ftfrB) : mm 100 % (ftttttffll. 859#) 
MS (APCI+): 726 (M+H), 728 

20 

mmm 210 

(E)-3-7^/WN-{[3'-({4-[3-(4-fc°^y ^vl^)7°n k°/U]-l-t°^y 
/Vj^/W) [1, l , -H > 7oi=7V]-3-^/V']^^/V}-N-[2-(2-f-^/V)^^V]-2-7 B 

25 : 2. 4 mg 

HPLC #*f (&#B) : iftig 100 % (fiMfflQl. 835#) 
MS (APCI+): 660 (M+H) 

mmm2 1 1 
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2- H V >y) -N- { [3'- ( {4- [3- (4- fc°^ V V 7° P fcVU] -1- V 

[l, V-\fy ;V\ * ^/H-N-[2-(2-^^=/i/)^.^/H 

Ifcfi; : 2. 1 mg 

HPLC (&#B) : « 100 % (ftttftlRll. 803#) 
MS (APCI+): 678 (M+H) 

mMM2 1 2 

4- 7 = ~/V-N- { [3'- ( {4- [3- (4- y 5? ~/U) 7 n f/k] -1- y v 5 -^} # /Utf? 
=/l/) [1, V-\fy^ M * -N-[2- (2-f- JWV) afyv] 7* 5; K 

hy 7/1/* off»t|[ 
J&ik : 1. 0 mg 

HPLC (*#B) : »&& 100 % ttRftftlflJl. 879#) 
MS (APCI+):676 (M+H) 

1 3 

3- (1H->T y K-/1/-3— T /V) -N- { [3'- ( {4- [3- (4- fcV< y^/V)^P fcVl/] -1- 1°/< 

y ^~M#/v#-A/) [l, l'-f 7==;v]-3-^ ;v] ^^v}-N-[2-(2-^^;v)^ 
9vi/] T'o^t 5; k h y 7/i/*o HS&jg 

Ifc j| : 1. 1 mg 

HPLC##f(&#B) :*figl00V (fitttttffll. 804&) 
MS (APCI+): 701 (M+H) 

HMM 2 1 4 

2- (4-7^ h 3r iX7 a =/U) -N- { [3'- ( {4- [3- (4- y S^A/) 7" P t°/V] -1- fc^ y 
S?=A/}*/l/#=i7V) [1, V-\f7 *~;V]-Z-y( M * -N- [2- (2-^ cvU) ^ ^ 

a/] r*t hr 5 k by 7/m-p 

i&ii : 1. 8 mg 

HPLC (&#B) : 100 % (fttt#|H]l. 753#) 
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MS (APCI+): 678 (M+H) 

mt^m 215 

2- (3-p< h ^ > 7 a -N- { [3'- ( {4- [3- (4- 1°^< U i^/>) 7 s n fcVW] -1- JJ 
5 v^/V} #/UzJ?n/k) [l, l'-tr7x^/U]-3-^/V]^f L /W}-N-[2-(2-^^/V)^5 1 

it : 2. 3 mg 

HPLC fWi (4km) : fm 100 % (ftftttmi. 7815» 
MS (APCI+): 678 (M+H) 

10 

2 16 

(E)-3-(4-^ b=SrV7^^7V)-N-{[3'-({4-[3-(4-^y ^=/V) tf/^-l-f • 
><y*S^A'}$A'tf~A') [1, l'-t'7oi=/V]-3->r/V] ^/V}-N-[2-(2-^^^7V) 

15 iRfi : 2. 6mg 

HPLC (&#B) : 100 % (ftttttffll. 830#) 
MS (APCI+): 690 (M+H) 

2 17 

20 2-(3-7/V^-n 7^=/V)-N-{[3'-({4-[3-(4-t°-<y tV^-l-tf^U 

[l, r-tfya^/kH— f/V]^ W-N-[2-(2-f=-Msf 

Ifcft : 2. 3 mg 

HPLC (&#B) : »&& 100 % (fitft&Nl. 807#) 
25 MS (APCI+): 666 (M+H) 

I«2 1 8 

N-(2-^-^y-2-{{[3'-({4-[3-(4-t 0 ^U kVt/)-l-fcV<y 

tf^/V) [1, 1'- K'7^. =.}V]-Z-y( ;V] * fyV} [2- ^f~M 7%/}^ 
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JftJI : 0. 9 mg 

HPLC #m (0km) : M£ 100 % (ft#l$Ml.698£) 
MS (APCI+): 691 (M+H) 

Hifefil 2 19 

2-(4-7'n^73i=/l')-N-{[3 , -({4-[3-(4-t c ^y $?=/u):/p tVU]-l-t^y i? 
^/U} # /Ptf: =/P) [1, 1'- If 7 x -3--T /W] ^ ^/H -N- [3- (1, 2, 3-^T V 

: 5. 3 mg 

HPLC #flf (*M*B) : *B& 100 % (fiM^FlBJl. 862#) 
MS (APCI+): 790 (M+H), 792 

£16092 2 0 

2- (3-7* ^ -/u) -N- { [3'- ( {4- [3- (4- fc 0 ^ V 7° u f M -\- fc°^ JJ 

^Mjtj/lstf^fr) [1, \'-\?7 ;V\ ^-/W-N-[3-(l, 2, 3-f7^7/ 

-;WH;k)^y^] 7-fe h 7 x K by 7/W-pg^m 
1&4 : 5. 3 mg 

HPLC #W (#=#B) : *fi£ 100 % (fiy$l#Ml.852#) 
MS (APCI+): 790 (M+H), 792 

2 2 1 

2-(2-yo^7x ~;V) -N- { [3'- ( {4- [3- (4- y i^=/^) 7° u bT/U] 

^/W} # /l^cz/u) [1, 1'- t"7x ^yV] -3— f /V] -N- [3- (1, 2, 3-^7 v*7 ✓ 

ItKfi : 4. 7 mg 

HPLC (&#B) : Sf3fi£ 100 % (fi^l^Ml. 841#) 
MS (APCI+): 790 (M+H), 792 
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m&m 2 2 2 

(E)-3-7^=^-N-{[3'-({4-[3-(4-t°^y /c f /l/j-l-fcV<y # 

[l, l'- V7 x^M-M M * ^W-N-[3-(l, 2, 3-^7^X^-/1^-4- 

>f /w) y *?M -2-7" B^t? K h ]) p 

: 3. 9 mg 

HPLC (*#B) : M 100 % (fcttlSMl. 809#) 
MS (APCI+): 724 (M+H) 

$mW 2 2 3 

2- H>'> f /V^-^:X)-N-{[3'-({4-[3-(4-t 0 -<y $fcs/V):/n tVl/hl-fc^y v 5 - 
Mtf/Htf:^) [1, l'-f7i=/P]-3-^;l'] ^ ^/W-N-[3-(l, 2, Srf-T&T 
/W4--Y /u)^^/v] 7th7^ K h y yjvirnffimM. 

I&S : 0. 9 mg 

HPLC (&#B) : M 100 % (Mffiftm. 781#) 
MS (APCI+): 742 (M+H) 

H»2 2 4 

4- 7 3i =v Wf- { [3'- ( {4- [3- (4- fc 9 ^ y S^/I^p tVkl-l-tf^y Sfcs/Ujtf/wai? 
-/V)[l,l'-tf73i=;V]-3-W/V']^f-/H-N-[3-(l > 2, 3-f7^7^-;W4->{/l/) 

^ ^t-; f by gmi 

11X4 : 4. 7 mg 

HPLC ft$r (*#B) : #&& 100 % (ftttttlR] 1. 863#) 
MS (APCI+): 740 (M+H) 

mmm 225 

3- (1H--C is K— A» W -N- { [3'- ( {4- [3- (4- V *J-/l>) 7 P fcVV] -1- fc°-< 
y ^/H^/^^V) [1, l'-lf 7xS^]-3-. T /V] ^ ^/V}-N-[3-(l, 2, 3-^Ti^ 

J&ft : 2. 4 rag 
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HPLC #*Jf (##B) : m%92 % (fi^Kl. 793#) 
MS (APCI+): 765 (M+H) 

mmm 226 

5 2- (4-* h * *y7 x -N- { [3'- ( {4- [3- (4- fcV* JJ S^/V) 7° P tf/l/] -1- fc°-< P 

[1, l'-l^7i^]-3-f f/V}-N-[3-(l, 2, 3-f 7v?7 
)/— AHh-Y /P) s<WflA 7±hT$\? hV 7/V^rn gHfejfc 
Uik : 2. 9 mg 

hplc &m (&m : ioo % mtmm.m&) 

10 MS (APCI+): 742 (M+H) 

mmm 227 

2- (3-^ h ^ ^ 7 s -/V) -N- { [3'- ( {4- [3- (4- fc°^ V it-Ad 7° P fcVk) -1- bV< y 
* /Utf^/V) [1, 1'- 1*7 1 =i/U]-3-^ /V] -N- [3- (1, 2, 3-^T v>T 

15 V— /v)s<l/ it/is] 7± b7$ K by 
J&Jk : 0. 8 mg 

HPLC (&#B) : mm 100 % (fi^Ml. 773#) 
MS (APCI+): 742 (M+H) 

20 MMW 2 2 8 

(E)-3-(4-^ b^v'7oi^)-N-{[3'-({4-[3-(4-t p ^y ^=^)7°n W\-\-\£ 
y S^/V} #/V3#:=/V) [1, V- \?7 ^=/V]-3->f ^ ^/V}-N-[3-(l, 2, 3-^T 
^T > /-/W4-</H^y^/V]-2-7 P P^^ K hy^/^pg^^s 
HXS : 3. 4rag 

25 HPLC#«f(£#B) : MUK 100 X (ftftftlRU. 803&) 
MS (APCI+): 754 (M+H) 



H»J 2 2 9 

2-(3-7/V^-P7a=;V)-N-{[3 , -({4-[3-(4-t°^y v?=/V)7°p tVkhl-fc^y 



WO 02/00606 



PCT/JP01/05541 



164 



*?stf>) jj;v-$=.;v) [l, Mf7x=;>]-3-^^] / ?vV}-N-[3-(l, 2, 
/^H-^/H^y^] T-fe h T ^ K h y ^tf-pg^ig 
l&fi : 1. 4 mg 

HPLC #flf (£#B) : $g 100 % (##l$Ml. 791^) 
MS (APCI+): 730 (M+H) 

Hife#J 2 3 0 

N- y-2- { { [3'- ( {4-[3- (4- V 7 s P tVW] -1- fc 0 ^ U % ?V 

TS-fr) [l, v-yfy =.~m-z-j ^] ^ [3-(i, 2, z-j-tvt ^-/w-rvv) 
s<> i?M r^y} ^yxr * k by y^immfeM. 

l&fi : 1. 9 mg 

HPLC ftft (£#B) : « 100 % iftWl. 695#) 
MS (APCI+): 755 (M+H) 



*M 2 3 1 

2- (4-7 P ^ 7 = -N- (3-7 ^ ~/V:7° P \f)V) -N- { [3'- ( {4- [3- (4- fcV< y 
/v)7°p tfyv]-l-t°^y ^/W^/vfc/v) [i, r-t*7x=;i/]-3-f;i/]^^} 

r-fe h r ^ f by p g^mm 

iRit : 6. 4 mg 

HPLC (&#B) : mt 100 % (fiM$l$|KJl.925#) 
MS (APCI+): 734 (M+H), 736 . 

"MMM 2 3 2 

2- (3-^ n^7i =/>) -N- (3- 7 x. =.)\,y* p -N- { [3 - ( {4- [3- (4- 1 0 -^ y 
;v)t°p ^M-l-V^y *?~M ti^tf-M [i, l*-tr 7^=;v]-3-> f 5vW 
7th7 5K h y Mm 
IKS : 7. 0 mg 

HPLC (&#B) : 100 % (WP B 11. 829#) 

MS (APCI+): 734 (M+H), 736 
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3 3 

2- ~M -N- (3- 7 * ~;P7° n fcW) -N- { [3'- ( {4- [3- (4- y 
/v)^n t 0 /u]-i-fc°^y v^Wtf/utf^v) [l, i'-if7i=/P]-3--Y^] 

liXfi : 0. 9 mg 

HPLC (#=#B) : MA 100 % («#l$Ml.904#) 
MS (APCI+): 734 (M+H), 736 

10 I»J 2 3 4 

(E)-3-7x=/H(-(3-7x^n t°/V)-N-{[3*-({4-[3-(4-t°^y J?=:/V)^p 

fcVkl-l-fc^y ^/W^/M^/v-) [i, i-\fy^ ~>V\ -3-4 M * =f-M -2-7" P ^ 
J; : 2. 4 mg 

15 HPLC#*f(&#B) :M£lOO* (ftttftRl. 888&) 

MS (APCI+): 668 (M+H) 

2 3 5 

2-(^y^^^)-N-(3-7^^7 B n t°/V)-N-{[3' -({4-[3-(4-£X y v>= 
20 /W)7°nlf^]-l-^y v>=/W}*/V^^)[l,l' -t^^^^]-3--</l^]^^7W 

hr ^ k h y 

4X4 : 4. 9 mg 

HPLC (&#B) : »A 100 % (fiy$l$Ml. 844#) 
MS (APCI+): 686 (M+H) 

25 

mmm 2 3 6 

4-7x=/H-(3-7i=/V7b tW)-N-{[3' -({4-[3-(4-fc^y S^/Vj^P fc° 

/p]-i-fc°^y ^=/v}*/v*=/u) [i, r -f 7x^]-3-f/i/]^f/H7^t5 
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: 4. 7 mg 

hplc $m (*#b) : mst ioo % wmmi. m#) 

MS (APCI+): 684 (M+H) 

5 MMM2 3 7 

3-(lH-^ -y K-7W3-^;U)-N-(3-7s.^;U7 B i3 t°/W)-N-{[3' -({4-[3-(4-t^y 
*?=.;\s) tVH -1- tf ^ y v^/U} ;fr/U#=/lO [1,1' - If 7ai -3--C ;U] 

ftft : 1. 5 mg 

10 HPLC (&#B) : frfiftlOO % (fM^fflll. 855#) 

MS (APCI+): 709 (M+H) 

mmm 2 3 8 

2-(4-^ h^r^x —/V) -N- (3- 7 a: P fcV^)-N-{[3'-'({4-[3-(4-^y ^ 
15 7d fcVl/|-l- fcV< y S*^} tf/l^/U) [1, l * - tf 7i c^yl^]-3 — T /V] P< ^ 

/H T-fe h T % K h y o 
ItZl: : 1. 1 mg 

HPLC #tff : *&& 100 « (ftftftNll. 833&) 

MS (APCI+): 686 (M+H) 

20 

3 9 

2-(3-> h^fv-7^^/l-)-N-(3-7j.^/V7 B Pt:VV)-N-{[3' -({4-[3-(4-t°^ y v 5 
tf/U]-l-lf^y i?=/l/}*^#=/>) [1, 1' -t7x^]-W^]^f 

25 Jfcfl; : 2. 5 mg 

HPLC (&#B) : m& 100 % (fitf#$|HJ1.831#) 
MS (APCI+): 686 (M+H) 

HiSflll 2 4 0 
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(E)-3-(4-* h^rv'7a:=/U)-N-(3-7^-^n t°;^)-N-{[3' -({4-[3-(4-t 0 ^ 
]) i?^;\,)y°n \£M-l-\£<<y*J=.M1lMS~A') [1, 1' -\f 7x=;U]-3-^;l/] 

: 1. 3mg 

HPLC (&#B) : MA 100 % (###|BJl.822#) 
MS (APCI+): 698 (M+H) 

H5fe0ij2 4 1 

2-(3-7/M"P 7i-^) -N- (3-7 x.^/uyu k°/V)-N-{[3' -({4-[3-(4-k°^y 
~M -fn -1- V U/v-ft^-M [i, l ' - if 7 a svl/] -3-4 A>] * *f- 

l&fi : 1. 1 mg 

HPLC (&#B) : MS 100 % (ft]«l*|NjL860&) 
MS (APCI+): 674 (M+H) 

mMM2 4 2 

N-[2-;fdry-2-((3-:7^/K/n fcVu) {[3'-({4-[3-(4-t°-<y S?s^)^P fc" 
/k]-l-fcXy ^/H^/ufc/u-) [1, l'-tf 7i=;i/]-3-^^]^f^}7^ /) a 

: 2. 0 rag 

HPLC (0km) : MS 100 % (tiHSflSWl. 761#) . 
MS (APCI+): 699 (M+H) 

$m&\2 4 3 

*<3-;v 4-[([2-(4-/D^7x=/v)Ttf;H {[3'-({4-[3-(4-fc p ^y 9 J~A>)-7 
o tW]-l-t°^ y S^/v} #/v#~/v) [1, 1'- fcT 7 *=/v]-3->f /v] fvw} T 5: 

JjXi : 6. 7 mg 

HPLC (&#B) : MS 100 % (fiy$P*Wl.843#) 
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MS (APCI+): 764 (M+H), 766 
»J2 4 4 

t^jV A-ia2-(Z-zfx2^y^;U)T±^] {[3'-({4-[3-(4-fcV<!J V^As)? 
5 P HM-l-X^y Xfrtf-JV) [1, l'-tf 7i=/V]-3-'f/l/] ^ *7U} 7 ^ 

UK* : 6. 7 mg 

HPLC (*#B) : *G& 100 % (fiy$l#|H!l.829#) 

MS (APCI+): 764 (M+H), 766 

10 

W&M 2 4 5 

**J-)\> 4-[([2-(2-yp^7o:^^)T-fe^] {[3'-({4-[3-(4-tf^U 

p tvn-i-^ y v^/W [i, v-yzy *.~)V\-z-4 >V\ * r 3: 

/) ^v]^>->/^— h h y 7^p@^M 

15 IRS : 5. 8 mg 

HPLC ftffi {&m) : PtM 100 % (fiW^DQl. 822^) 
MS (APCI+): 764 (M+H), 766 

Hife0!l 2 4 6 

20 ^fyW 4-[([(E)-3-7oi=yV-2-7 P P^y'l'/H{[3 , -({4-[3-(4-t 0 ^yi>=/W) 
7°p fc°/v]-l-t°^y ^-/VJ^/V^^/V) Cl, l'-lf7s^]-W^]^fA'}75 

y)^^H^^^-h M/7/wtp^I 

IR4 : 1. 2 mg 

HPLC (&#B) : *B& 100 % (ftttRttQl. 803&) 
25 MS (APCI+): 698 (M+H) 

2 4 7 

*?VV 4-[([2-(^>'^;^^v')rir^] {[3'-({4-[3-(4-t°^<y *?—*>) 7* 
tW] -1- fc 0 ^ y * ;V#~/V) [l,l'-tf7s - W AO T 5; -7 ) 
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IRA : 1. 2 mg 

HPLC (&#B) 100 % (fitf#$|H!l.760#) 

MS (APCI+): 716 (M+H) 

H*tflij2 4 8 

4r\_{\Ar-7 ^-AsZf* J 4 M {[3'-({4-[3-(4-fc°^ V i?^) Zfv fcVP]- 

l- t v<y v?=/v}^;w#=/v)[i, l'-k'7i=;v]-3-f f ^7 5 ;) ^ f 
i& it : 4. 5 mg 

HPLC #flf (^#B) : *&& 100 % (^^1.848^) 
MS (APCI+): 714 (M+H) 

mmm 249 

* 7- A* 4-[([3-(lH-^ V K— A^S-JM -fn'<J4>V\ {[3'-({4-[3-(4-t' 1 ^ ]} 
*?zzA,)7°V. V/lshl-^yV-MXjVtf^M [1, l'-lf 7x=/H-3- f/V] ;>< ^ 

: 3. 3 mg 

HPLC (&#B) : « 100 % (fi^lffll. 784#) 

MS (APCI+): 739 (M+H) 

MMW 2 5 0 

*^JV 4-[([2-(4-p« b=3riX7 ; c^/W)T-fe:^/V]{[3'-({4-[3-(4-t 0 ^y t?=./V) 
7°c t°;k]-l-t°^ y #/l^=/U) [1, l'-lf 7 x.-M-Z-J /l<] t T % 

s ) * f> h y 7^ p asfctt 

JJXft : 5. 2 rag 

HPLC (&#B) : mm 100 % («#B#IHJl. 753#) 
MS (APCI+): 716 (M+H) 
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H»J 2 5 1 

* fyV 4-[ ([2-(3-^ h* 9 S7x.=>A>) TWA'] {[3*-( {4-[3-(4-tT ^ V *?&>A>) 
-fxi tvw]-l-fc°^y v^/M^/i^-A-) [l, l'-lf7x=/i/]-3-<;P3^f;H7^ 

JjX4 : 4. 5 mg 

HPLC (&#B) : m& 100 % (^^1.765^) 

MS (APCI+): 716 (M+H) 

HJfeM 2 5 2 

t^lls 4_[([( E )-3-( 4 -p{ h^>>7*=/V)-2-7 P n^/^/V]{[3'-({4-[3-(4-tf 

^y 5?-/v)^p tvn-i-if^y [i, 

* <?M T K J ) * T-M^yyTx.- b h y 
l&S : 5. 8 mg 

HPLC (&#B) : Ifig 100 % (fi^K 1-793^) 
MS (APCI+): 728 (M+H) 

mum 253 

4- [ ( [2- (3-7 /M" B7i { [3'- ( {4-[3- (4- y 
^P tVV]-l-t°^y ^/V} [1, l'-lf 7rc^/V]-3--T /V] T 5 

JfcJI : 1. 9 mg 

HPLC (*#B) : *B« 100 % (fiHWIBl. 715#) 
MS (APCI+): 704 (M+H) 

%W\ 2 5 4 

* T-A* 4-[([2-(^^/^;VT5/)7W] {[3'-({4-C3-(4-t°^y 

p tvH-i-t 0 -< y v^/H [i, r-tr 7acn;i/]-3-^ ;>] * t 5 

/)^9vkl-oy^-h hy^/v^-n^ig 

J&* : 7. 4 mg 
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HPLC (*#B) : m& 100 % «R«N$Wl. 670#) 
MS (APCI+): 729 (M+H) 

H»J2 5 5 

5 t f-As 6- [ ( [2- (4rZf P ■=& 7 a T ■fcfvl'] { [3'- ( {4- [3- (4- fc°^ JJ v^/V) ^ 

p f/H-l-t 0 ^ y $>=7l/} */V/7j?=/V) [1, l'-lf 7x-;U]-3-/f * ^/W r 5 

1R4 : 1. 8 mg 

hplc ftffi (4km) -.mm 96% <$m#m.802&) 

10 MS (APCI+): 744 (M+H) , 746 

miMM 2 5 6 

6-[([2-(3-/P ; e7 ^~MT±*f/U] {[3'-({4-[3-(4-t°^y *?~)\>)y* 
p t°/v]-l-t°^y i?-M #/vfc/v) [l, l'-if 7i^]-3-^;v] p< Tvv} T ^ 
15 /)^rfV3^-h MJ7^Pi^^ 

: 4. 7 mg 

HPLC %m (*#B) : *&£ 100 % (flmni. 804#) 
MS (APCI+): 744 (M+H), 746 

20 2 5 7 

* V-tV 6-[([2-(2-^P^7^^/V)T-fe9 1 /H {[3'-({4-[3-(4-fc°^y *?~M -f 
P tVkl-l-t?^ y v^W #/V^/P) [1, l'-t? y^M-Z-^jV] * T K 

I&ik : 1.0 mg 

25 HPLC (&#B) : tf& 100 % (ftftttlffl. 787#) 

MS (APCI+): 744 (M+H), 746 

MMW 2 5 8 

6-[([(E)-3-7^=/W2-7 P P^y>f lV\ {[3'-({4-[3-(4-lf^y 
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7°n tVVl-l-t^ V i?~M %;V$~;\>) [1, l'-tf 7x^;V]-3-^/H ^ T S 
/)^3rfV^-h MJy/U^-o^m^ 
: 6. 0 mg 

HPLC ftffi (&#B) : « 100 % (ftttftlRJl. 760#) 
MS (APCI+): 678 (M+H) 

mmm 259 

**f-A/ 8-[([2-W^fi')7tfA'] {[3'-({4-[3-(4-f^!J J^/V^p 

tVH -1- 1 0 ^ y i^^/v} # [1, i'- -3— f yv] ^ ^vv} r s; J ) 

llXfi : 4. 7 mg 

HPLC (3H*B) : $&& 100 % («J$l$Ml. 725#) 
MS (APCI+): 696 (M+H) 

3WJ2 6 0 

^ ^ 6-[([4-7x [3'- ( {4- [3- (4- fc°-< y 5?=yW) 7° o tVR|- 

1-f^y ^-/H^7/V^=/W) [1, V-\?7 zc~)V\-?>->( }V\**f-;V\7 % ,/)^Mf 

y^- h h y ^/m-pM^ 

j| : 5. 6 rag 

HPLC (&#B) : mm 100 % ({RttttlRll. 808&) 
MS (APCI+): 694 (M+H) 

m&M2 6 1 

tf-JV 6-[([3-(lH— T V K-/W3--f )V)-fxx^J '4 )V\ {[3'-({4-[3-(4-fc°-<y 
*J~;v) -fxi t°;w]-l- 1 9 ^ y i?~M [l, l'- 1*7 re =yv]-3-^ ;v] ^ ^ 

/WT5 7)^= 3 rf-/^-h MJ7/VtnilI 
: 0. 9 rag 

HPLC (&#B) : ft£ 100 % (flMWIHl.739^) 
MS (APCI+): 719 (M+H) 



WO 02/00606 



PCT/JP01/05541 



173 



mmm 262 

* fvV 6- [ ( [2- (4-* h * >7 x ~M T-t^/U] { [3'- ( {4- [3- (4- 1 0 ^ V S?~/V) 
£>]-l-fcf^y it-MJJA'tf-A') [1, l'-lT7i5A']-HM>fA') T $ 
5 /)^dff-/;x— h M^AtfattlMfc 
HJUt : 5. 9 mg 

HPLC (&#B) : 100 % (ffiHWIWl. 718#) 
MS (APCI+): 696 (M+H) 

10 2 6 3 

3vV 6-[ (C2-(3-^ h *i/7^->V) Tt^M {[3'-({4-[3-(4-f^ V 

7°t3 f/H-i-tf^; y #/v#=/v) [i, v-\fy ;v\ t r 5: 

Ifc* : 3. 9 mg 

15 HPLC (&#B) : j«& 100 % («8N*H11.721#) 
MS (APCI+): 696 (M+H) 

MMM 2 6 4 

^fyU 6-[([(E)-3-(4-^ h^r^7^^/l-)-2-7 0 n^y^7^]{[3'-({4-[3-(4-t 0 
20 v?-/V) :/n tVV]-l-t°^y [l, Y-\fy ^jV\-Z-y( M 

IRS : 3. 9 rag 

HPLC (&#B) : US. 100 % (ftttttlVl. 769#) 

MS (APCI+): 708 (M+H) 

25 

mMM2 6 5 

^ ^ 6- [ ( [2- (3-7/1^ P7x Tir 5vW] { [3'- ( {4- [3- (4- 1 0 ^ V 

7°n tvi/j-i- y v^/w ^7/vtj?=/v) [i, r- \? -7 » =/w]-3->r * r ^ 
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JKik : 5. 4 mg 

HPLC ftffi (&#B) : 100 % (fim«1.7^) 
MS (APCI+): 684 (M+H) 

mnm2 6 6 

**f-)V 6-[([2-(^y^4^TK J)T^JV] {[3'-({4-[3-(4-t°^y i?~JV)zf 
n t'/U]-l-^]) *?xuM*A'ti~A') [l, I'-fcT 7* W AO P< f/H75 

UK* : 1. 1 mg 

HPLC (&#B) : jf«£ 100 % (ftttHftNl. 649#) 

MS (APCI+): 709 (M+H) 

imm 2 6 7 

2- (4-^ p ^ 7 x. ~)\>) -N- (4- tFn^>7x *5VV) -N- { [2'- ( {4- [3- (4- y 
-fu fcVP]-l-tf^ y #/vtft=/u) [i, r-tf 7x^;i/]-W;i'] ^ 

1R4 : 3. 5 mg 

HPLC fr$r tefettA) : « 76% (&£fH#K : 3. 408#) 
MS (APCI-): 734 (M-H), 736 

mtfoffl 2 6 8 

2- (4-7 > 0' : E , 7x -N- (4-t Kp^v'7x * fyW) -N- { [2'- ( {4- [2- (4- y 
^^;V)rc^v]-l-t'^y ^M*/^"^) [1, l'~tf7x:^;V]-3— f /U]^ ^ 
/WTthT^K by 7/u*nSfflWtt 
iRft : 0. 9 mg 

HPLC #*f (*#A) : 100% (ftftttRQ : 3.724#) 
MS (APCI-): 720 (M-H), 722 
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MMM2 6 9 

2- (4-^ n^7x -N- (4- fc K P ^ >>7 -N- { [2'- ( {4-[3- (4- 1'^ y 
7°n tVW]-l-t°^y 9 Js^M [1, l'-tf 7oi^/lx]-3-xr/k] ^ 

IRS : 0. 9 mg 

HPLC &Vt (&#A) : MA 98% (ftttttffl : 3.819#) 
MS (APCI-): 734 (M-H), 736 

H»J 2 7 0 

N-(4-t Kn^v'^^^^)-2-(2-^7^V)-N-{[2'-({4-[3-(4-t <, ^y ^/V) 
7°n tWJ-i-f^y ^-/v} #;V5j?=/v) [l, r-tr 7^=;v]-3-^;v]^^-;v}T-fe 

: 8. 2 mg 

HPLC fWr (&#A) : M£ 94% CAWWH! : 3.815&) 
MS (APCI+): 708 (M+H) 

MMM 2 7 1 

N-(4-t Kb ^r^7cx^^)-3-(lH-^r V /V-)-N-{[2 , -({4-[3-(4-f 

^y i^-^^p tw]-i-k°^y ^-/W^/v^/w) [i, r-tf 7 ^~)\>\-z-y( >v\ 
* y>T2 x K h y 7/v^-b ftifeig 

HX* : 1. 5 mg 

HPLC (&#A) : MS 100% tfM*l*|R] : 3. 755#) 

MS (APCI+): 711 (M+H) 

mnm 272 

N-(4-fc Kb ^■^7;c^5 : -/V)-4-7^=yWN-{[2'-({4-[3-(4-t 0 ^y 5*=^) !7°b 
fcT/V]-l- fcV< y S^/W ^;V7}?=/W) [1, r-bf7*=^]-3-^/H * 

k h y y/ux-ugmm. 

JRS : 4. 7 mg 
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HPLC (&f*A) : m& 100% (&Wmm : 3. 826^) 
MS (APCI+): 686 (M+H) 

mMW2 7 3 

5 N-{[2'-(l,4'-t*t 0 ^y i;y-H^^=;>)-l, l'-tf:7;c=/i/-4-H'/u]7<^ 
;V)-2-(4-^n ; e7i^)-N-[2-(4-t Kb ^r^7^=yV)ac^]r-fe hT $ K 

: 19 rag 

HPLC #flf (*#A) : $fi£ 85% (fimMQ : 3.413&) 
10 MS (APCI+): 694 (M+H), 696 

H»J 2 7 4 

4'-({[(4-7 ? n^7^=/^)T-fe^/V][2-(4-t KP^^7x^)xf/V]75 /) 
^^V)-N-(2-^n y ^^-W/^^/H-l, \'-\?-7x.~;\^2-%;Vi$3cy-* K 
15 hy^/V^-ag^^ 
llXi : 19 mg 

HPLC %m (*#A) : *B& 88% ({RftftDQ : 3.413&) 
MS (APCI+): 640 (M+H), 642 

20 %WSi 2 7 5 

4'- ( { [ (4-^P * 7 a -/>) T±^M [2- (4- fc Kb ^7 * -AO ^f/V] 7^/} 
fvU)-N-[2-(v^ 9vV7 5 V-\:7*=-A>-2r%A><#*V-X K 

iRi : 19 mg 

25 HPLC ftffi (*frA) : jffig 89% ({&j$P#Pfl : 3. 298#) 
MS (APCI+): 614 (M+H), 616 

Uttftl 2 7 6 

N- (2-7 5/ ^^/H -4'-({[(4-7o*7x =/P) 7* -fe ^/V] [2- (4-t Kp^->7i 
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~M ^fvv] 7%;}* *f->v) - i, v- \?y* =./u-2-X /vtf* ^ § k by y^ 

JRfi : 15 mg 

HPLC #W (&#A) : «83% (&&« : 3. 886#) 
5 MS (APCI+): 586 (M+H), 588 

H*ifl!l2 7 7 

N^S-TU^^-^f/V/P ^^-({[(^B^^x^rtM [2- 

10 t5K hy^/w^-ng^^ 

JBUfc : 17 mg 

HPLC (&#A) : 1^77% (ftttttM : 4.071#) 
MS (APCI+): 628 (M+H), 630 

15 M1fc$\ 2 7 8 

n- { [2' (i ( 4'- fcf y s?y-iw /i^/i^^/v) -l, r- i?y* ^;^H /H * f 1 - 

/H-N-[2-(4-fc Kn ^'>7x=^)xf ;V]-N-(7x=;W7tf /V) 5 
ifti; : 16 mg 

20 HPLC (*#A) : #&£ 72% (ftftl$M : 2. 930#) 
MS (APCI+): 673 (M+H) 

mmm 279 

N-[2-(^ f~/^T 5 /)^f-/V]-4*-({[2-(4-t Kn^V7a^/V) [n-(7 
25 a=/VT"fe^/V)^y ^]T§y}^^/u)- -1, l'-tf7*=^2-#/M?$MK 

Jtg£ : 22 mg 

HPLC ttffi : fcfc^ 89% (ftftl$|R| : 2.819#) 

MS (APCI+): 593 (M+H) 
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2 8 0 

N-{[2'-(i, 4'-tf t°s< v i?y-iM;v*;^=;v)-i, i'-e7x^-3-f/v] / f 
;H-2-(4-/n^7x=;i/)-N-[2-(4-t \?u%-i/yx. ^vu] r ± hT^ K 
5 MJ7/U^-og^je 
IK* : 19 mg 

HPLC £*f (&#A) : »B& 86% (ftftftM : 3. 327#) 
MS (APCI+): 694 (M+H), 696 



10 2 8 1 

3'-({[(4-^o*7a:=/V')T-fef'/U][2-(4-fc Yn**S7 x.~>V)3L=$-)V\T % /} 

. IR* : 15 rag 

15 HPLC #tff (&#A) : *||& 86% (fi^NfflQ : 3. 275#) 
MS (APCI+): 614 (M+H) , 616 



%ttftl2 8 2 

n-{[2'-(i, 4'-if tr-< v ^y-iy/^/^=;v)-i, r-tr 7*— 7W3-^^] > ^ 

20 /W-N-[2-(4-t KP^^7^=./W)^^/W]-N-(yai=/VT-fe^)^y S'fT 5 

IK* : 21 mg 

HPLC MR (^#A) : MS 85% (ftftttlN] : 3. 041#) 
MS (APCI+): 673 (M+H) 

25 

Slim 2 8 3 

N-[2-(v^/Kr 5 /)^/V]-3'-({[2-(4-t FD^fi/7x=/l/)xf;H [N-(7 
^/KT-fe^ /^)^y ^]7^;}^f;i/)-l, l_-t , 7 3 c=yW2-*/^>f-5 K 
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%LA : 12 mg 

hplc &m (&#a) : mm m wmm •. 2. 965#) 

MS (APCI+): 593 (M+H) 
5 HKS#|284 

N- (2-T ^ / -3'- ( { [ (A-y V*7x. ~)V) Tir ^/V] [2- (4-fc Ko^7i 

/ }^^)- 1, l'-t*7rc=;W-2-^;^^f-5 K hV 7/^ 

IRS : 6. 4 mg 

10 HPLC (&#A) : #£^100% (ffi#l$m : 3. 580#) 
MS (APCI+): 586 (M+H), 588 

HJfeftl 2 8 5 

N-(3-T 5 /-2, 2-v^ tf/V)-3 , -({[(4-^ > n^7x=/P) T-fe^/W] [2- 

15 (4-t KP^>7*=A')3:^A']r5/}^^)- U'-^7isA^-*^ 

IRS : 1. 8 rag 

HPLC ftffi (#^A) : |fc^98% (##l$ffl : 3. 597#) 
MS (APCI+): 628 (M+H) , 630 

20 

2- ( { [3'- ({[(4-/p^7i T-fe^/V] [2- (4-t Kp^>7i =/P) ^ T 

^ y } t< fvv) - 1, V- \?7^ ~/HS->f )V\ Jjji<t$-M T%/) 4 % YfJr 
%/w<* -b bV 
25 JlXft : 9. 9 mg 

HPLC (&#A) : ^ 99% : 3.806#) 

MS (APCI+): 646 (M+H), 648 
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N-{[2'-(l, 4'-^tf^y *Jl/-Y-4AstjM£—A*)-\, l'-tf 7 ;V] * ^ 

/H-N-[2-(4-t Kn= 3 f-^7i^)a:^/v]-4-7ai=7'^^-$ K ■ h y 

IRJI : 2. 4 mg 

HPLC (£#A) : 98% (fiM««M : 3.711#) 
MS (APCI+): 644 (M+H) 

mmm 288 

N-(2-T5 ;xf ^^-(([(^^ p p 7i^)7tf ;V][2-(4-t Yv**s7 
r % / } * 1, l'-tf :7^/v-2-#/M?*f- 5; K h y 

Pfftttfc 
UK* : 15 mg 

HPLC (#>#A) :*fig91X (&&« : 3. 462#) 
MS (APCI+): 542 (M+H) 

8 9 

N-(2-7^xf/v)-3'-([[2-(4-t Kadfi/7s-/V)xf;l/] (Z-^^AT-fe 
f-fl') T 5; /} ^ fvv)- l, l'-tf 7 ^^/v-2-7J/^>f- 5; K h y 7^HrnJgm. 

iRft : 11 mg 

HPLC (SfettA) : H&lOOft (ftKNUfflfl : 3. 533#) 
MS (APCI+): 558 (M+H) 

2 9 0. 

N-(2-T^ y ai^7V)-3'-([[2-(4-t Ko^^^^^/V)^^] [3-(lH-W X K— 
HJZS : 1. 5 rag 

HPLC ftm (&#A) : MAlOO* (fiMSBtW : 3. 490#) 
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»J2 9 1 

N-(2-T ^ 7 ^/v)-3'-{[[2-(4-t Yv**s7x.~/V)^J-M (4-7 

J <<M 7 / ] y l, r- if 7 a -/i^-tf/vtf^f- 5 K hV 7/i^ng£ 

WM. 

IfrUk : 19 mg 

HPLC (&#A) : «90K (&&TO : 3. 517#) 
MS (APCI+): 536 (M+H) 

MMM 2 9 2 

N- (2-7 5 / ^^/W) -3'- ( { [ (2E) -3- (2-7/Vtf B7s -2-7° P^/^/V] [2- 
(4-t Yv**sy *~7\o)^;V]T 5. ;} *<5-A<)- 1, l'-lf7rc=/l^2-*/V^ 

J|gft : 19 mg 

HPLC ftft (mWA) : «90% (fiy#$R8 : 3. 455#) 
MS (APCI+): 538 (M+H) 

JUfeftl 2 9 3 

N-(2-7 5 /^^)-3'-{[[2-(4-t KP^^7*^)^/W] ({[3-( h y 7/I^f- 

n y 9Vu) 7 i^/v] 7 ^ / } 7 ^ / ] y - i, r- tr 7 x ~/v-2-;& 

M : 18 mg 

HPLC MR (3#A) : «86% (fi^R#M : 3. 575#) 
MS (APCI+): 577 (M+H) 

MMffl 2 9 4 

N-(6-7$ y^2/7V)-3'-([[2-(4-fc: Kn ^fV7x=;l/)if^] [3-(lH— f > K 
-/W3--T /I/) 7° n y< J 4 ;U] 7 ^ / ] y 5vu) -1,1'- If 7 « ~/v-2-# /M^f - S 
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JR* : 1.4 rag 

HPLC (*#A) : ^99% (ftttttlR] : 3. 500#) 
MS (APCI+): 617 (M+H) 

•$mm2 9 5 

N-(6-T 5y^^^)-3'-{[[2-(4-k Kd ^^7*^)3^^] ({[3-( h V VA/ 
3j-n fvv) 7 x=/v]T 5; J ) #/vtK=/v) T ^ J ] ^ 1, i*-tf 7 ^~;v-2- 

: 4. 2 mg 

HPLC (*#A) : fli&lOOX (ftftftlfl : 3. 739#) 
MS (APCI+): 633 (M+H) 

H*fe#ij2 9 6 

N-{[4-(T ^xf/V) ^ n^^]^^V}-3'-([[2-(4-t Kn*^7x= 
A-) 7V] [3- (lH-f y K— f ;V)^a/V^;V]7^]^ *f-)V) - 1, 1'- If 

7rc=yw2-^7/p*>f-^ k h y yjvjrvffimM. 

JR* : 1. 0 mg 

HPLC ##r (*#A) : *ti£lO0X (fia$H*|HJ : 3. 540#) 
MS (APCI+): 643 (M+H) 

WSSM 2 9 7 

N- { [4- (T 5 J x-f-Ad W] * -3'- {[[2-(4-t Kb^7xs 

a.) ai^/v] ( { [3- ( h y p fvv) 7 1 r ^ y } tf/vxiwi') T^/]t 

- 1, 1'- tr 7 a -yW2-^/^^>f - 5 K by 7/1^ p gt£&ft 
J&* : 6. 0 mg 

HPLC (&#A) : fliglOOX (&#B#|ffl : 3. 776#) 
MS (APCI+): 659 (M+H) 
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9 8 

/U) -N-[2-(4- 1 Kp^7x ni^]-4- (2-^^=/P) ^t7U* NU 

5 liRit : 4. 0 mg 

HPLC ##T (fcttA) : »A 100% (^^^ : 3. 905#) 
MS (APCI+): 650 (M+H) 

$mM2 9 9 

10 N-{[2'-(l,4'-lf fc^y J?y-l'-vf/l'*^A')-l ) l'-tfT /V] ;>< 

/W-N-[2-(4-fc Kn^r^7 3 i=/V)a:^]-4-(l-^75 L /l'^-=af->')T-fe hT^ K 

iKJk : 12 rag 

HPLC (&#A) : *«£ 93% (##I$|H! : 4. 050#) 
15 MS (APCI+): 682 (M+H) 

mmm 300 

(2E)-N-{[2'-(l, 4'-tf ^y-r-^^;V^=/U)-l, l'-tf 7^=/W3--</U] 

20 ^t* K M)7/^o^iI 
: 10 mg 

HPLC (&#A) : m& 100% («N$I$M : 3. 958#) 
MS (APCI+): 646 (M+H) 

25 mmm i 1 1 mm- \sXwr<oft&m%w& tfc 0 
nnm s o 1 

N-(2-T 5 J> ^;v)-Z'-{{[(2E)-z-{A-y Mny ^M-i-^n^./ y( jv] (l- 

t7f/^ ^) r 5 / } * i, r- ^ 7a=/w2-*^#^ $k h y 7 
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l&ft : 15 rag 

HPLC &m (Mtfi : W&81% (mmm : 3. 674#) 
MS (APCI+): 558 (M+H) 

5 

mmm 302 

N-(2-T 5 /^/V)-3'-[((l-f-7?vM fvu) {(2E)-3-[3-( h JJ 7^to^f 
/I/) 7 1 rvV] -2-7° P^;^;H7$;)^ - 1, 1'- fc* 7 ac ~/W2-# /PJ^^f- 

10 Jfc* : 14 rag 

HPLC (&#A) : M^84% (fiM$B#|t) : 3. 882#) 
MS (APCI+): 608 (M+H) 

Hlfe01J 3 0 3 

15 N-(2-T 5; / ^A-)-3'-({(l-^7?vM 9Vk) [N-(7x^7tf/V) 7* U i^yv] 
r S ;}*?-a>)- l, l'- t'7i :^-2-#/vtf^l+ 5; k by y;v*u%m& 

i&i: : 15 rag 

HPLC £W (*#A) : «94% ({RftRftfl] : 3. 695#) 
MS (APCI+): 585 (M+H) 

20 

HJfefll 3 0 4 

N-(2-T ^ 7 ^^)-3'-{[(N-^y ZlVV^y v'/W) (l-+-7?vM ?v>) T ^ J ] 

t- 5vw - 1, r- if y = =/w2-#/u*>f - ^ k by 7/i^}-a b^i 

JRIc : 16 rag 

25 HPLC (##A) : «89% : 3. 848#) 

MS (APCI+): 571 (M+H) 

MMM 3 0 5 

N- (2-7 ^ / x-f-M -3'- { [ [2-(lH— T V T A') ^fVV] (4-7 * -^77 
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: 1. 4 mg 

HPLC (&#A) : «100% (fi^K : 3. 513#) 

MS (APCI+): 559 (M+H) 

mmm 3 0 e 

N-(2-T 5; / ^^/U)-3'-{[[2-(lH-< y K-/V-3-T AO {4-(2-^~/v) 

^/Y;H75;]y f-M -l, r- 1*7 ^ =a~2-.# A'*?* f- % k hv^^m 

mm 

UM. : 1. 3 mg 

HPLC£*f(*#A) :*fi£lOOK (&&« : 3. 400#) 
MS (APCI+): 565 (M+H) 

Itt 3 0 7 

N-(2-T S / ^^)-3'-{{[2-(lH-^ y K— A^WAO^A'] [3-(lH— f ^ K— 
A*-3->f AO -fxx /V -< A<] T S / } f7V} -1, r- tr 7 » =A~2-;& AxK^if 5: K 

I&Jfc : 1. 1 mg 

HPLC ##f (&#A) : *fig98JS (iH^lM : 2. 822#) 
MS (APCI+): 584 (M+H) 

•mm 3 0 8 

N-(2-T 5 ^^/V)-3'-({(3, 3-i?7x^o fcfAO [3-(lH--( V KWV-3->f 
AO 7°p /V'fA'lT^}^ 3vi/) -1, 1'- l^7i =vv-2-;& A-^f- 5; K h 1? 7 

jRfi : 1. 3 mg 

HPLC (*#A) : Mg97% (fiy^FRI : 3. 62l#) 

MS (APCI+): 635 (M+H) 
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miMM 3 0 9 

* fA* { [ (2'- { [ (2-7 ^ J x&M ~/V-3--f 
M * Tvu] [ (4-:/ p 7 r±^-;u] T J}(7 =-—ji<) t±t—V hi) 

J&ft : 3. 7 mg 

HPLC ftffi (^#A) : &£g98% (ftttl«m : 4. 935#) 
MS (APCI+): 614 (M+H), 616 

3 10 

^fvV [[(2'-{[(2-r 5 /=.f-AdT$/]1lA*#=zM-l, l'-tf7x-7W3--Y 
/V) / *f-jv\ (4-7 1 J << As) T ^ J ] (7 a Tirx- h h y 

JRJft : 1. 3 mg 

HPLC (&#A) : «87% ({*^P#Fp1 : 3. 337#) 
MS (APCI+): 564 (M+H) 

3 11 

^ { C (2'- { [ (2-T ^ J x&A*) T 5 J ] # A-fc/V} -1, 1'- If 7 * =7V-3— r 

iUM : 2. 5 mg 

HPLC (0kflrk) : Mg98% ({SM$B#i?8 : 3. 018#) 
MS (APCI+): 593 (M+H) 

|IfJ3 1 2 

N-(2-T 5 / ^T-M-y-ttil-^yV/UK^V (4-7*n/V^y^ 

/w) r 5 / ] ^ f-M - 1, r- if ? re ^/w2-#/v^ df-f-* k h y P g£&& 

iRft : 21 mg 
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HPLC ftffi (&#A) :«97% (ti&JWW :2.863#) 
MS (APCI+): 589 (M+H) 

MMM 3 13 

5 N- (2-T 5 / ^fW) -3'- { [ (l-^< V v?/V tT-< y /V) {4- =/l>) ^ * 

l&i : 2. 6 mg 

HPLC (£#A) : m&100% (ftttttlRJ : 2. 825#) 
10 MS (APCI+): 595 (M+H) 

H^J 3 14 

N-(2-T 5 /^^/V)-3'-{[[(2E)-3-(4-7/V^-n7^-yV)-2-7 D P-<y-('^] (4- 

15 y 7/V^-pg^Sft*& 

JRi : 18 rag 

HPLC (*#A) :«95% : 3. 339#) 

MS (APCI+): 586 (M+H) 

20 mm 3 15 

N-(2-7 ^/xf ;>)-3'-({{4-[(B)-2-(4-^ h^r^7xr:/l')xf=;H7x = 

h y BBSS 

Ifc* 2. 3 mg 

25 HPLC ftffi (*#A) : ^Sl00% (^J^B#^ : 3. 455#) 
MS (APCI+): 653 (M+H) 

gjfcftl 3 16 

N-(2-T ^ / xf;l')-3'-(((4-^y)/'f/V7x=/l') U'O&A'tti') T-tf-M 
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T % J } 9- f-M -l,l'-^7i =vP-2-# 5 F h!)7/vto 

IK& 20 mg 

HPLC (&#A) : £6^84% (ft#l$M : 3.807#) 
MS (APCI+): 598 (M+H) 

5 

mmm 3 1 7 

ai*7V N-[(2'-{[(2-T ^/rcfvV) 7 % V-\f7^=-JV-Z--( 
M 9 fvH -N- [ (4-^ n^7i T-fe fvH fn^-h hV n mm 

10 JtZJk : 4. 1 mg 

HPLC ftffi (&#A) : «99% (fifettPftHI : 2. 818#) 
MS (APCI+): 658 (M+H), 660 

HSfe^iJ 3 18 

15 rc^/l/ N-[(2'-{[(2-T5;y^^)T5:/]^^fc/W-l, l'-lf7a^/W3-^ 

mm. 

J&fi; : 1.9 mg 

HPLC ($#A) : «89% (ftftRftfl : 3. 044#) 
20 MS (APCI+): 610 (M+H) 

«#|3 19 

N-(7^=/VT-fe^/V)^y ^-N-[(2'-{[(2-7^/xf;P)7 5: /]# 
/Vfc/lx} -i, i>- ¥7 1 n/W3-^ /V) ^ f - P h hi) n B^gfett 

25 tlx* : 4. 3 mg 

HPLC (&#A) : ffi&99g (ftttnftq : 2. 987#) 

MS (APCI+): 637 (M+H) 

mmm 320 
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^fVV N-[ (2*- { [ (2-7 ^ J ^J\>) 7 ] # A*$—M -1, l'-lf 7*-;W3->f 

^ ^/V]-N-(2-^7f-/UT-fe^) f-D h by 7/M-PSI£fe£ 

iftj* : 3. 4 mg 

HPLC (*#A) : ^88% (fiMQ : 3.217#) 
5 MS (APCI+): 630 (M+H) 

HiS0iJ 3 2 1 

3'- { [ (4-T %;7$J4>V) (1-^:7 ^) 7>/]^ TvV} - N- (2-T $ 

f-M- 1, r-^7x /u^^f - 5 k by ^^PBiflftift 

10 IR4 18 mg 

HPLC #|ff (ft#A) : ^95% «*^H#BB : 2. 643#) 
MS (APCI+): 495 (M+H) 

HJi^J 3 2 2 

15 N-[(2'-{[(2-T 5; y a^yv) r 5 /]*;v^^v}-i, l'- \?y tv) ^ =f- 

/V]-N- (l-?-7?vM ?vu) t"-< y ^-4-#>MS3rf- 5; K h y ^/VjfnlE&ig 
Ifci; : 27 mg 

HPLC £*f (&#A) : «93% (ftttttffl : 2.649#) 
MS (APCI+): 521 (M+H) 

20 

»J 3 2 3 

N- (2-T ^ J -3'- {[{[4-(T^ J ^ i/ ? # Art-M (1- 

■^7^M^V)T^y]^^V}-l,l'-^73i^;W2-*^^^ K h y 

25 Jfti; : 11 mg 

HPLC (A#A) : *&&9X (ftftPflRI : 2. 740#) 
MS (APCI+): 549 (M+H) 

H*S#J 3 2 4 
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N- (2-7 ^ / a^AO -3'- { [ [4- ( { [ 7 5 J U % J ) / f"A^\ 7 5 / } * fvV) <*W 
4 A-l (1-^ 7 ?-;\>* fvv) T § / ] t -1, 1'- tr 7 * =/na-;& A^f- 5 K 

IfeU; : 7. 1 mg 

HPLC (&#A) : «80% (fMttftlH) : 2. 789#) 
MS (APCI+): 585 (M+H) 

mmm 325 

N-(2-T ? / ^^)-3'-{[[3-( {[T 5 / (-T 5 / ) * 9vH 7 ^ / } t f-M-O* 
<<M {\-r-7^/v* T % J ] * *J-M-\, 1'- \f7 ^~/V-2-% JV$*-f 5 K 
hi) yMuf&M& 

l&ik : 9. 6 mg 

HPLC (&#A) : 16^98% (ftftftR : 2. 796#) 
MS (APCI+): 585 (M+H) 

mnmz 2 6 

n- (2-7 s y -3'- { [ [5- { [ 7 ^ y (-r s: y ) ^ ts/}^?/* 
yv) ?-;v) 7 s: y ] ^ ^]-i, r-tr 7a=/w2-*/nj?^ ^ K h 

y 

IRS : 26 mg 

HPLC (&#A) : «91% Vm$m : 2. 763#) 
MS (APCI+): 551 (M+H) 

W*M 3 2 7 

N-(2-7 5 J ^^/»-3'-{[{[4-({[7 5 / <A % J) * ?M 7 $ J } * fyP) P 
^ vyV] -to/viS-M (l-i-7 ^7P) 7 ^ / ] ^ 5-M-i, 1'- t'7x^-2- 

IR ft : 7. 4 mg 

HPLC (&#A) : ^^98% (&Wmm : 2. 850#) 
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MS (APCI+): 591 (M+H) 

mmm 3 2 8 

N-(2-T 5: J ^^/P)-3'-{[[4-(T ^ J XA'*i~Ad'<> % MA''] {l-1"77-A>* ^ 
5 )V) T % J ] / f-M -1, l'-t'7x -/W-jJfrtf*-? * K by n gftft£ 
ItZ* : 8. 5 mg 

HPLC (##A) : «95% (fi^NPRI : 3. 062#) 
MS (APCI+): 593 (M+H) 

10 %W\ 3 2 9 

3'-{[{[2-(T % J ft )\<i£~)\>) 7 * / * ->] TtfM (l-t 7 T % J ] 

/ 3-M -N- (2-T 5 / ^^/W) -1, V- \?7x. ~/V-2-% jv-ft*-?- KY h y 

JR* : 22 mg 

15 HPLC £*f (*#A) : «96% : 3. 211#) 

MS (APCI+): 587 (M+H) 

HJi&ftl 3 3 0 

N- (2-T ^ J -3'- {[(1-^7 ^;\>) {f- n i/jV) T%J1* -1, 1'- 

20 tf7a^w-2-*^^f"5 K h U 7;virn^mM. 
1R* : 21 mg 

HPLC (&#A) : «94% (ft$l$|H] : 2. 749#) 
MS (APCI+): 573 (M+H) 

25 MMM 3 3 1 

N-(2-T ^ y^/^)-3'-{[[2-(4-^ hWx^af-fl'] (f^P vyl-^T ? 7] 
7 ^/H-l, 7^=/V-2-^/VxH=¥^5 K h y r^ofnftlfett 
JRJfc : 19 rag 

HPLC (£#A) : $8&94« «fc#l$ffl : 2. 615#) 
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MS (APCI+): 567 (M+H) 

mmm3 3 2 

N-(2-T 5 J 3c^V)-3'-{[[2-(2, 4-^ P n7s=/» ^fvH (^-p^/U) T ^ 
Ifc* : 22 mg 

HPLC (&#A) :M94% (&&« : 2. 888#) 
MS (APCI+): 605 (M+H) 

10 MMM 3 3 3 

N- (2-T 5 / rnTvW) -3'- { [ (3, 3-^7 x P fcf/W) P *s;V) T % / ] * 

-l, r- 1*7 3i -7i-2-^/w^> f - 3: k h y 7/i^p 

JlXS : 21 mg 

hplc &m : mwmm ■. 2. 950^) 

15 MS (APCI+): 627 (M+H) 
«#|3 3 4 

N-(2-T5 y^^)-3'-{[(4-7rc^7^) (fP^T^l^f/H-l, r- 

\?y x. ~)\<-2-ts a^>i+ bV y^Jr p 

20 JfcS : 9. 7 mg 

. HPLC##f(*#A) :«96% (TO W : 2. 833#) 
MS (APCI+): 565 (M+H) 

3 3 5 

25 N- (2-T ^ J ^f->V) -3'- { [ {3- [ * ^/V ( 7 ~/V) 7^/]/p £>} (^ p T 
3 / ] / f-M -1, 1- t*7 ^ -7\s-2-iUV$*V- % K h y 7/l^n mtft 
Ifcit : 10 mg 

HPLC (=£#A) : Mg96% (TOM : 2. 096#) 
MS (APCI+): 580 (M+H) 
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%nm 3 3 6 

n- (2-7 5 y ^/v) -3'- ( { [4- ( { [7 s: y (-r ^ y ) y r s: y } y fvv) -ov 

4 M [2- (2,4-^PP7i -/U) T ^ J } y fvV) -1, 1'- 1* 7 a =/V-3-# 

: 25 mg 

HPLC (*#A) : «tft87X : 2. 953#) 

MS (APCI+): 617 (M+H) 

Itfl 3 3 7 

n- (2-r s: y ^/w) -3'- { [ [4- ( { [r ^ y (-Y $ y ) y t-a>] 7 s: y } y f;v)^>/ 

/V] (l-^^vM fvu) T 5 y ] y ^-/H-l, 1'- lf7x=;W3-*^t^t ^ K 
IR* : 2. 1 mg 

HPLC (*#A) : M^98% ({%ftl$m : 2. 860#) 
MS (APCI+): 585 (M+H) 

mmm 33s 

n-(2-t 5; y ^^)-3'-{[[4-({[t ^ y (-r ^ y ) p« ^/H r 5: y } y f/^^y^/ 

^/l^](4-7cc=/V7 , ^)T$y]y^}-l I l*-tT73i=yW3-*/l^?^-f-5 K 
J&ik : 11 mg 

HPLC fttir (*#A) : «99fl (ftftl$ffi| : 2. 927#) 
MS (APCI+): 577 (M+H) 

mnm 339 

n-(2-t ^ y ^^)-4'-{[[4-({[t 5 y ^ y ) y ^vi/jrs y } y w^yy 
(3, z-v? zz.—jv7ki t°/v) 7 ^ y ] y ^vw-i, r-t*7i=/H-*;^t 

5 k h y 7^*ogfflfe!a 
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JlX* : 11 mg 

hplc &m mu) : m^98% (&mmm •. 2. 977^) 

MS (APCI+): 639 (M+H) 

5 MMW 3 4 0 

N-(2-T ^ J ^;V)-^-{[[{^^jV^i/)T±^;V] (4-7x/^^7x^;V) 
7 S: y ] y f-M-l, V-t*7*.~;\<-2-*;i>-!$*V% K by 7/V;*-n@^+£ 
J&ii : 17 mg 

hplc (&#a) : m&m wm*m • 3. 485#) 

10 MS (APCI+): 586 (M+H) 
4 1 

N-(2-T ^ 7 ^^)-4'-({{4-[(E)-2-(4-^ ^^7x^)i7^]7i = 
[N- ( 7 zr. ^/UT±^-M if V VVH 7 ^ / } y ?VV) -1,1'- If 7 a: -/W2-^ ^ 
15 K hU^/^P^ig 

l&fi : 2. 0 rag 

HPLC #m (&#A) : ^99% {teW^m : 3.462#) 
MS (APCI+): 653 (M+H) 

20 H3i#] 3 4 2 

N-(2-T ^ 7 ^^v)-4'-[((N-^^y^/W^y vvV-) {4-[(E)-2-(4-y K3->:7^ 
^)xf^]7x-/W7; y)y ^]-l, l'-lf7x=;H-*M^t^ K 

i|XJk : 1. 5 mg 

25 HPLC $tfff (##A) : Hfig99% (^«pB#P^ : 3. 448#) 
MS (APCI+): 639 (M+H) 

mmm 343 

n- (2-7 5 y 3^/v) -4>-[ ([ (^y^^f v) 7-fe^/v] {4- [(e) -2- (4-y h ^y 
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7i=/V)x7 =-JV] 7 =. =-M T$/)t -1, 1- t'7i =/U-2-* /WaJ?*f- 
: 1. 8 mg 

hplc fttf mm) : mtim wmmm • 3.604#) 

MS (APCI+): 626 (M+H) 
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Root Structure 
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Root Structure 
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_> 
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j 
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Root Structure 





O^R2 
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MS (APCI+) 





^ x 




x>- 






i 

0 .. 

?~ 1 
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564 (M+H) 
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1 
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Root Structure 
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_ o 
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Root Structure 




MS (APCI+) 
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Root Structure 




MS (APCI+) 
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■ 




602 (M+H) 


574 (M+H) 
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Root Structure 
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• 
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Root Structure 
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Root Structure 
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Root Structure 
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Root Structure 
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Root Structure 
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(Molecular Cloning, T. Maniatis b) % 1989^®jgK:|Bit©^fej!:^ofc 0 
##$J4 fc h • y-^ h^^fyvW- ge^y^'-l'ys (SSTR5) DNACD 

t h • SSTR5 cDNA^^Sia^'J [Biochem. Biophys. Res. Commun. , 195 
m, 844-852M, 1993^] fcg^t, DNA^y =f^-, S5-l&t*S5-2«:£-/£L/t„ 
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S5-l<D@B?IJfi % 5* — GGTCGACCACCATGGAGCCCCTGTTC 
CC-3' (|B^i|##: 5) T*fo<9, S5-2^ia^J{^ 5' -CCGTCGACAC 
TCTCACAGCTTGCTGG — 3' (ga3W§- : 6) T"£>6 0 $mt UX 
t: h^fiftDNA (^yr^tt, # * n ^#-^CL6550-l) £fflV^c 0 #|M 
DNA 0.5 ngfctfrfEDNAtf-y ^-^ft-ftl^ pmol^P^l, Pfu DNA/tf y ^ 7 -if 

94^X1^1 66°CT*l£f^ 75°CT-2^$rlf--r^/W ( bbT, 351M ^Hftijjg 

1.1 kb) ^DNAB^f>^•^#^tiil(!I^ttTV^fCo ^NA$rtf £T b 
^^oTIUi£5lU Hinc hT'M^LfcpUC118W^U ^ Vt 0 fy hi? 

^"e&S^^y fcT (Escherichia col i) JM109(^TO^L/c o »A 

13* $ tbfc@a^ii t Lfc 0 

###15 t b • y^y*f?->u±7?~m&wy-7'f"(y°5 (sstrs) dnaco 

CH0 (^-Y^=-X/NA7.^-|pm) ttT^^^-tLTte, pAKKO- 
lll^ffiV^c 0 pAKKO-lllf^COJ; jimmLtCo #M¥5-0 7 6 3 8 
(C|BicOpTB1417^bHind III&t>*Cla IMSI^J; oTSRa^P^- ^-^.t>* 
polyA#*DiX^/PSr#tPl.4kb(ODNAif^-Sr#fc e pTB348 (Biochem. 

Biophys. Res. Comraun. , 128#, 256-2645, 1985^) frbCla I&t/Sal I&m 

(ct^^t h^mm^Tmm (dhfr) m^^m.s vbmmmK&ntco - 

tlb^DNA^^T47Ky * 7— if^Ci 9«£¥m*»Lfc^ T4y 
•^^J:!9^U pAKK0-1117°7^5 K£*fgLfc 0 ##^J4T*#^>^fct h • 
SSTR5 DMm^mir^y'y^^ K5 ng£fjilJpg@#3jfSal I-C«bfe^ N l%T^f 
P-*^®^<»j£:fTl\ t h • SSTR5£=i- Ki~51. lkbODMSrjf £[§]Jt5iL 
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tc a ^tt, ItflBO^S^^^— pAKKO-111 (5.5kb) 1 ^g^Sal I-CflWbU fc 
h • SSTR5 MttWii-SrJf AtSfcft©^ B-=y^S:fmLfc, 
*HWtffcl.l kbODNA(ff^-i:«rT4 DNAy#~ gfcJSV^IfrfrU EJ&ttfcUMb 
*/I/^^AfetC-C^»HjM109tC»AL % ^Stfcaft^O^^fet h • SSTR5 DNAK 

/i^t'd^ *-(c*t Lxm%fa\z.nK£frtc.mLzf7 * $ Kpa-i-ii-sstr5& 
###J6 t h • yvh^^f-w-fe^-seKf-^^^s (sstr5) dnao 

CHO (dhfr) «^OiA^M 

CHO (dhfr") «1 x 10 6 «£, ji:&8 cm^-Y-U'fcJBVvC* lOX^J&Jfc 
«^if^^F12it^24B#F^aU, iO»t»i5T*#Wck h • 
SSTR5 cDNAIS^y^^ KpA-l-ll-SSTR5 % 10ng£ y A^t^AL 

v~-*1»&tZim (i-tefrh, DHFR + W fcfcftbfco StiR^ft 

hxt^y u±-7?-m&m%um*uT<o£ sicajfeufc. t b • sstrs cdna 

%9llifltt^«rn^iBHINft [1 mM EDTA, 5 raM i&fb-^*v^ A s 0. 1% BSA, 
0.2 rag/ml ^v-h^-v-^ 10 |ig/ml n^^f-y^ 1 pg/ml ^fTs^^y^ 200 
units/ml T^uf ^Srgtf 50 mM h y *&gftgg&f% (pH 7.5) ] -C#??U 
*ffl«£200 pl^fc!92 xl0 4 »cMLfc o 200 ulSr^-a-^^aU 5 nM 

[inj] -y^Y^^f-y (2000 Ci/mmol, T^f-fA (Amershara) ) 2 ^l£r 
»U 25tU 60^yJfa^->gytt, *4*SWl&&* (NSB) 

Zmfe-tZtzM^ yvF7^fy-14 do- 4 M) 2 ni&tox.tc s ?-x-~zfh 
>fy^-*/ayl/fc, Cl mM EDTA, 5 mM v ^> # A £ 

^tf50 mM hP^jttttttmft (pH7.5) } 1.5ml&»U GF/F#7*M5$c 

■(Whatmantt) T*5ii, £ b Lfc 0 6«ft© C 125 I) 

SSTR5-32-4£jIiRLfc 0 
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mmm5 (sstrs) 

fc by^hX*?yU±7?-m&Wf-7?475&mmmB®&, SSTR5-32-4 

(io g m) &5 m mA&mai,fcy yfflm&m&&fc (pbs-edta) 

5 m'bLtc 0 HM&©^l/y MCJttlUffl**^— h/<y7T— (10 mM NaHC0 3 ,5 
mM EDTA, pH 7.5) £10 ml^Dx., #y h ny^if-T^f-f— Sr/BWttf^^- 
hbfco 400 x gTn5#^frLT#btlfci:^££feK:> 100,000 x gT?H*M3t 
iC?U BH^Oi5iaMfcS:#fc. :Oitli*2 nl^Tyfe-f^y 77- [1 mM 
EDTA, 0.1% BSA ( £ v'jfb.^T 5 y) s 0. 25 mM PMSF, 1 ^g/ml ^7,9 f- 
10 ^ 20 ng/ml P-f^T"^^ 10 jig/ml 7t^7t7^ Kf^gtf 25 mM h J) * 

(pH 7.5) ] fcSBBU 100,000 x gtfllSWaiifrLfc. »t LT 

m^titcfsm^nmo ^©Ty-t^y^r— wb$su #&lt, -so°c 

15 H$$!|6. [ 125 I] -y-r h^^^y^PtW^fDfflfe 

3 ng/mlib, ^3.-^^173 nH"o#&Lfc, DMSOK^fi? Lfc<ffc£ft2 jil £\ 

200 pM^ C 126 I) -yvF^^fy (T^i/^AtUR) 25 |ii 

tfco **H^ftSra^f-**:«>H:, DMS0 2 jil £ % 200 pMO [ 125 I] -y-r 

20 b*??-y 25 M i tsrasapufc^sRSrWBLfc. ^sw^sraas 

1~2)fcfe(C x DMSOfC^f LfclOO pM©y-sr h**?-^ \i\ t s 200 pM<D 
[!«•!] _y vb ^^^ y 25 nl ^Sr»tfcTO^^IH^MLfc 0 25t 

(GF/B) £^T®S»®3l5i&L/c<, y # ?^-£fflV vC^7* 

^PLfcitO^Stt) xlOO 
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vm&*i ic 50 

£Mffl 3 2 5 6 nM 

MMM 3 2 8 3 nM 

Synthetic DNA for screening cDNA coding human GPR14 protein 
• K?'J## : 2 

Synthetic DNA for screening cDNA coding human GPR14 protein,, 
i3^I## : 5 

Synthetic DNA oligomer S5-1 based on human SSTR cDNA 

mzm^ 6 

Synthetic DNA oligomer S5-2 based on human SSTR cDNA 
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T^T%iV^»^*gtX£^U R 2 fc^tfR 3 fS^ftmB&^ftTl^T 

vv<^-tf^StSr^ 0 ] "V&£1nZ4t&m «&U 4* - C [ h^i/T-fe^ 
/V) *2vHT5/] — N— (4-^h^>-3- (4-^^-1-b 9 

^7^=/V) 7^-/V] -2' -^/U- [1, 1' -If^^/l/) -4-#/V 
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4. R 1 *S (i) ;fc*JgC^ (2) (l')^n^« (2')=bo, (3*) 'XT A 
(4')^y, (5')tK^S, (6')^- /K (70 C 1 _ 4 T/^/k^ (8')7^ 
m, (9')^e/c 1 _ 4 TVWr/VT^ A (ltf)i?C l _ 4 7/^7^/, (11') 

7 1 h7t Kutfn— /k f^^^y, t^yvV, wyy, f^/i^yy, 

t°n-/K <Y 2-^-= 3 ry-l-t°P y i>=/K 2-a-*y-l-fcV*!J S^A' 

36>batftb5 5~6^0*RT§y % (1207^^-0, _ 4 7VI^/K (130 
C 3 _ 7 ->^B7/V^K (140#^>^/K (150 C x _ 4 TlV^lz-^jV 

(160 C 7 _ i o 77^^^^-*/^=^, (170*/W^^/v N 
(180^/ C j _ 4 T/V^/^/W^-f/K (190 '^Ci _ 4 TA'^-fl'lJWej 

_ 4 TVI^/K (ZlO^o^JK^fcfiC! _ 4 r/Wa^-CffiftStfCV^ 
fc^V^ _ 4 T/V3^^ (220 C, _ 4 7Mkymv', (230^/^5/K 
(240 C 2 _ 4 TfrXyj/K (250 C x _ 4 TVV^/l^/V'JJwK (260 C x _ 4 
T^/V^jvy 4 (27')^/^yr^^^, (280^/ C t _ 4 T/V$r;V*;V 

yr^^sK (29')^c 1 _ 4 tv^/ww^t-^/k (3ooc 6 _ j 4 ry- 

/V C-©C 6 _ , 4 (l")^o^^ (2'0-bn, (3'O^TA (4'0 

7km&s (5'0^-/K (6")c/_ 4 T/V3vi^;*J\ (7")T?/, (8'0^/C! 
_ 4 A (9")^C a _ 4 A (10") X h7tKpfn 

-/K t°^y-^^ t'^Uv 5 ^ ^/U^y^ ^^/^U^ /K 
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^/-/V^b5ifftt5 5~6M©^T^/ % (ll")7i^-C, _ 4 T)\<* 
/K (12") C 3 _ 7 «>^n7M/K (13")#/l'#>v'/l^ (U")C 1 _ 4 7VW 
=x3rS/-#/M^/K (15") C 7 _ t 0 T^/^/K^^-tf/Vtf^K (16") # 

/w^^/k dro^/c^ _ 4 t^/w^/w^^/k ds'O^c, _ 4 tjv* 

T^J^C! _ 4 T/P^/K (20")/NP^y^^fc«C 1 _ 4 T^3dri/-effi 
ft£;h/'O v t 1 fc.fcV*C 1 _ 4 T/Wa*^ (21") C» _ 4 Ty^U^^^v-, 
(22")t)v^/K (23") C 2 _ 4 7VV#/^/K (24") C, _ 4 TA^/W^tf- 
/V, (25") C x _ 4 T;V^/U^/W7 ^ (26") 7 ^ /K (27") ^/C 

t _ 4 T/V^/V^7l'7T^'l'/K (28")v ? C 1 _ 4 7/l/^/U7 7*^/K 

(29-) 5-6 £<D%mm^^mmm>bmtfiriz>mm&vffl&&tix^x t 

£v\) £fcfi(3i') KStfC^ ^^*5J;^m^^bii{mfc^xp^ 

i jfev^L 3 «sr^* < t *> i 5-8 fi<D%%wmmmM* tcitmm t l < 

tt^?PO^«»SK [^tbb^»«fi(l")/Npy^ N (2")nhp > 
(3")^7V, (4")^-dry, (5")7.Rg^ (6")^-/K (7") C , _ 4 T/^U^ 1 

tf\ (8")r^/, (°r)^;c 1 _ 4 r^/uT^y, do") j;c, _ 4 r/v^ 

T 5 J , (11") fh7tKo bf n-/K fcV*? tv<y $»\ ^/u* y 
ft^*!Jy, t°n-;K -f 5 ^iA-Z^feaWGh/S 5~ 6M<DgMfcT 5 / , 
(12r)7xSA'-C, _ 4 (14") C 3 _ 7 v^nTVMVK (15")*/V 

3#^/K (16") C x _ 4 T/W=^^-*/V^/K (17") C 7 _ , o 

^-^^-^7/V7jf=/K (i8")^;w^^^7V % (i^^Cj _ 4 T/w^/^/w^ 
/K (20")v?C 1 _ 4 T/l^Aofr/W^/K (2r)^n < 7*y]g^*7t«'c i _ 
4 T/l^^Tfi^tlTV^tk .fcV^ _ 4 (22") ^ny^^ 

fciiCj _ 4 T/v^^v^-eS^^^Tv^-c^ctv^C! _ 4 T/v^^ (23") c 

x _ 4 (24")^/V$/K (25") C 2 _ 4 T/V^y-T/K 

(26") C 1 _ 4 TV^/^/VrfwK (27") C 1 _ 4 7 >V*)V?>)Vy 4 -frfr P,^ 
«*i5ffifeS^l-3Wlt^Tt)«i:^) (OT, *^*AHi:l^|B-r5) fl> 
b3ifcm3fi«£l~3»LTVvT 1 bJ^C 1 _ t o TVt^K (3) fl&SB 
fimSA^b31«ti5*^S^l~3«bTV^t)J:V^C3 _ 8 ^cTyv 
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3vk (4) mm^Amfrbmi*ti%w&%*i~3M&hx^xh&^c 
2 _ , o t/wt^/k (5) MmwmmAmfrbmi-ftiz>mM&zi~3m%is 

-CVvtt>J^C 3 _ 8 ^^P7;^=/K (6) Jtmg&gAi^feiifcmsg 

iMi~3iftwb^c 2 _ , 0 t;^-;k (7) amwmmAU 

^bjlfm5Sm^l~3WLTV>i:t t tV^C 6 _ j 4 (8) jtu 

las^Al¥^^>^i(m§e^s<lrl~3«LTv^x'bJ;v^c 6 _ , 4 ry- 

^-C, _ 6 7/V*/K (9) HfffBg«A»biifftL5am»^l~3« 
L-CWt^V^Cg _ , 4 C, _ 6 T/^K (10) tfilEamS 

A^b^l^•ftb?.«^ss:l~3WL-cv^■rt>J:v^^y c 6 _ 1 4 7y^- 

C x _ 6 T/Vdr/K (1 1) 5£ -X'"-^^)..-! [5^ X'"(iC a _ 4 
^l->^fc«C 2 _ 4 7/H7-=l^&^U Gtt*g£^ -(K -S-, -C0-NH-* 
fc«-NH-C0-^L, n&0~3(£«t£:^U Ji2(a)C 6 _ 14 7!)-;Ki 
^C 6 _ , 4 Ty-/Hi(l")^n^>, (2")^M3, (3")^77, (4")*^ 

(5")^-/k (6'OC! _ 4 T/v^/v^ v (r)T^y, (s^yc^ _ 4 tvv 
^T^y, (9")i?C, _ 4 T A^/KT 5 y , (lO'O^hyt Kofo-;K t° 

v^Wy, ^yv*y^ f-^/w^y^ trp— ^ ^^y-/K 
2-^y-i-t°P y 2-^-^y-i-t 0 -<y v'n/^^iitftLS 5~6M^ 

ftT^y, (HVx^-C! _ 4 T/U^/K (12") C 3 _ 7 v^pTVI^K 
(13")^/V^^r->>/K (14") C, _ 4 T}V^^y-j])Vi!?s~)V^ (15") C 7 _ x 0 

77^^/^^^-*;^'=^, (i6")^7W^^e^/K drO^yCj _ 4 tvi^ 
A#/W*e-f/K (lffOi^C! _ 4 T;V*;Vjjjw<=tjjK (19")^p-?VJIh^ 
fcteC^ _ 4 T/^3^v'T*e^$^^-CV^-C 1 ^ )c tV^C 1 _ 4 (20")^n 
^V^^fcfiC, _ 4 T/V^dr^-eg^^^rv^t <fc^C x _ 4 7/^Jfi/ N 
(21") C x _ 4 T/V^W-^^v/, (22")*/V^;K (23") C 2 _ 4 T^y-f 
/V, (24") _ 4 T/V^/V^yV^^/V, (25") C x _ 4 T )\>*)\>7,)\,7 J ~)V S 
(26") 7*4'^ (27'O^yC! _ 4 T/l^^/^^^T-^-f/K (28") 

t _ 4 T/Vdf/^/l^^r^-r^K (29") C 6 . , 4 7!!^ C-^C e _ x 4 7 

y-/K±, (r)Aa^y, (n^bo, (r)y7;> (0*gfeg, (5"')^3— 
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5 5~6*(Dit7^y, (ll , ")7=^;i/-C 1 _ 4 T/^/K (12'") C 3 _ 7 
f*B77l"*7K (13"') ^^i//^ (14'") C x _ 4 T/Ua^Sz-jfr/Htf^ 

5 ;K (15"*)C 7 _ , 0 77M/^^v'-*;^^;k (16"') #/w^e--iVk 

(17"')*/ C, _ 4 T/^/^/W^-f/K (18'") _ 4 T)V*JV%)W^ 
(l9'")^n<f^M^fcfiC 1 _ 4 T/W3^^T*e^$tLTV>-Ct>«tV^C 
, _ 4 T/l^/K (20"')/M3^y^^fc^C 1 _ 4 T/V'=idf-^-eg^$tlTVN 
T 1 t>«tV>C 1 _ 4 (21"') C, _ 4 mvy f ^ f / ( (22"')*/V 

10 SA\ (23"') C 2 _ 4 T/^y-f/K (24"') C 1 _ 4 TVI^I^VtJwK (25"') 

C : _ 4 TA**A'XA''74 (26"')^^7t*^/K (27"')*/ C x _ 4 T 

/^;^;U77^^/K (28"')v J C 1 _ 4 T^^/W^/V^t^^/K (29"') 5 ~ 

ft (30") K*DS(^ ^HUfH^ i tf£»DRiPtf» bjltf^fc^-r n JSt^ 1 #V> L 3 
15 aSr^ft < t fc 1 #£t? 5 ~ 8 *©3Sr#»?«H(HSK*fcttfiSft h L < OTI&fPO 
##«8i«*at2; C£fte><D***£tt(r)^P^ (2"')=|>p % (3"')^T 
A (4"')^ A (5"')7k^ (6"')^-/K (HC, _ 4 T7Vdr/V^^ 
(8"') 7$ A (9"')*V C j _ 4 TA>*JUT ^ / , (10'") x _ 4 T/V^/VT ^ 

A drOx h7t Knifn-7K ^yiPy, txys^ */u*fcy>\ 

(ir)7s=/!/-C 1 _ 4 77MF7K (13'") C 3 _ 7 ^^n7M/K (14"') ^/W 
tf^f/K (15"') C x _ 4 Ty>3dr^-^7/V7j?=/K (16"') C 7 _ t 0 TyjV* 
A>&~^ (17"')^7W^-f/K (18"')*V C, _ 4 TVl^/l/tf/U 
/^/K (19"')> ? C 1 _ 4 T/U^/^/W^-C/V, (20'")/Nny^jg^^fctt 
25 C t _ 4 T/^==arVee^$tvCV^rtjJ:V>C 1 _ 4 TVP^r/K (21"')^p^V 

(22"') C x _ 4 T/l"*UyV**is, (23"')*/l^/K (24"') C 2 _ 4 T J 4 
/K (25'") C x _ 4 TVl^A^/I^fcrvK (26"') C t _ 4 T/V^r/KX/l^ rvP 
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1-5) a>^tf;fr3g&g&i~3^#LTvvrt>j;v\) *tcn(bmmm?s 

2) 5£ -JT-L-CCH^-M D£fU X^ttgr^ MGIUflSA^d^StltbStt 

0) )tinB1MaEB#^b»tfib5Wa6Srl~3WLrv^t>J;v^c B _ 2 0 

v^t3«*^ft< tfcift^tf5~8*o»«K«*aaB [£©##Be«*at£ 

tt, fl&E*JfeSB^fe»ffti«1KyESrl'-3flB^rUTV>-CtJ;V>) , (d)-<K 
(e)-S-, (f) -CO-MI-* fet4(g)-NH-C0-Sr^U nf4 0~3©Safe*^U MfiT ^ 

(1) -(CH,) fl - (flttl-12©ffi»:Sr^i- 0 ) , 

(2) — (ch 2 ). 1 — x 1 — <a^) BS , — (gifcJ:tfg2ttra— *fcii&fto-co~i 10 
ffiRSr^f, <&U gl^ g 2t©fpW;0~l lT*fe5o X'ttNH, 0, S, SOtfcfi 
S0 2 &^1-) 

(3) -(CH 2 ) hl -X 1 -(CH 2 ) h2 -X 2 -(CH i! ) h3 - (hi, h2*JJ:t«i3ttPI-*fctt* 
^cT0~10(Z)»/Tt o {IU hi, h2*5«tmi3©^fiO~l 0T?fcS o X 1 
fti^Tte^l^ftNH, 0, S, SOtfcttSO, Sr^to UU \)2tfO<Dk%, X 1 ^ 

<E>4>& < t *>-ottff* t < i2NH£^-f , ) <£>gfrFn<£> 2<Bi©j£*5 J:V-|f|J 

A# (1) (a)(l")/Npy^ (2")=H3> (3")WA (4'O^A (5")7X^S> 
(6")^*— /K (r)C, _ 4 T/l^/V^ (8")7S A _ 4 T/V- 

*tlV7 5: / , (10") 1 _ 4 Tfr^/VT 5: / , (11") fh7tKolfP -/K tf 

^9^^ tru— /k ' 4%?*/—^ 

1) >bm^n^5^6^<DM^r^y y (i2")7*=/u~c, _ 4 t/v^/k d3") 

C 3 _ 7 v'^nT/^/K U4")#7l^3r^/K (15") Cj _ 4 7/Vadr 
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#~;K (16") C 7 _ j o 7?^W/-*/W?=^ (17")*/W^^/K 
US'O^/c^ _ 4 T/v^/v*/w^>f;K (WO^C^ _ 4 T/v^;u*;w^>f 
/K (20")/Npy^M^-tfc(iC 1 _ 4 T/i^=^T'g&£;«aTVV'Ct><};^C 1 
_ 4 (2i")^nyyiti^*yc^c 1 _ 4 T/i^drv'-efi^tiT^-c 

k-tV^ _ 4 T/l^3^ (22") C, _ 4 T/V^l^y^t^v', (23")^5/K 
(24") C 2 _ 4 (25") C x _ 4 T/^/^/^-/K (26") C x _ 

6e«^l~3«L-CV^'bJ:V^C 3 _ a v'^aTM/K (cMIBglkS 
C|^bm£tb3g^S£l~3{@^LT^-C 1 f> t l;^C 2 _ 1 0 T/lsfr~/K 

^7/^-/K (e) S&IBfiifeSC»^batf^5g«ISSr 1 ~ 3itLt^T 

WLWC&i^Cg _ , 4 ry-/K (g)ittffBg&SCIf^^m5g^ 
^l~3te^TLTV^'bJ:V^C 6 _ l 4 Ty-^-Ci _ 6 T/V^/K (h)ff 

fB»^c^^Kn?)gm*^l~3«LT^^T^J:v^>'c 6 _ x 4 ry 

-/W-C, _ 6 T/V^K (i)tfrlBg«C^bjl«tl5S«^l~3» 

Lwt^J:^hyc 6 _ , 4 ry^-c, _ 6 t^/k (j)tfriEgmsc 

*M^^^^nfc^7 1 n^l^VNL3®^^< £ & l#atf 5~8M<^ 

! _ ! o TAr^MjMR-A/^ C 3 _ 8 ^^n7/^/^^^=/K C 2 _ x 0 
TVl^-^A-^/K C 3 _ g ^ pT/I^—^/W^/K C 2 _ , 0 T JV 
*~JV%;Vi$=.;V, C 6 _ , 4 Ty— /^A-fcyK C 6 _ x 4 T))—jV-C 1 

hyc 6 _ j 4 ry-zu-c, _ 6 T/^/i^vfc/K c x _ x 0 t^a-* 

/^-/K C 3 _ 3 ^PT/l^/WVMwK C 2 _ , 0 T)VT~)\,?.)Vfo~ 
/K C 3 _ 8 ^ nT/l^^V^/l^^K C 2 _ x 0 TA^— /V*A-;fc:=. /K 
C 6 _ i 4 7])-/^M=/K C 6 _ j 4 7U-/V- C x _ 6 TV^/W^* 
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-/k ^c 6 _ 1 4 ry-^-Cj _ 6 7/v*/w*/v#=/v£fcfib!j c 6 _ , 
t> i fi#tf 5-8 a 0#&fttt»at££ fctt<aft t> l < ©###sai* 

iSc^f,»5giS^ l ~ 3 if itwt U^) frbm&fr&W#X 
$rl~2ifLWt^7^/ffctt (2) (a)A P yy, (b)=ho, (c) 
«>TA (d)*|feS, (e)^-/K (f)T^A (g)#/Vtf^/K (h)^u^y 

'^b$tbrv^T^>J:v^c 1 _ 4 t/v^/k (i)^pywb£;ft/rvvrt>,fcv'>c 1 _ 

4 7A^=¥v\ (j)*/V$/K (k)C 2 _ 4 T/V^/^T/K (1) C a _ 4 T)V*)V 
iafc^ pMT- 1 N b 3 ffl^r 1 L 4 i@^T*v ^ J: V ^ 5 ~ 8 

^w*>e>atf*t5iai-*fcH**ofc 2 -3«o**stt^Lfc«a>b**js-=F 1 
r 2 # (1) ^naeifeSAp^bs«r^5isifeSSri~3ffl^rbTv^fcj:v^c 

, _ , 0 (2) frlBg^SAH^bol«tl?)*mS^l~3«L-C 

vvrfc^Cs _ 8 ^ptma/, (3) friae^SA^bKnss^ 
&l~3fc#l/tWC 1 l>«]:^C 2 _ t 0 T/V^-zK (4) ^naffifeSAp^e> 
a«3x5iHtU6S:l'^3WL-CV^tJ:v , 'C, _ 8 i/^nW=/K (5) 
ffl5*mSA||^fe^tt5g^S^l~3^LTV^t 3 «tVNC 2 _ 1 0 T/V 
(6) tt)|Btt^SAlf^feil(m.5*mS^l~3«tTV^'bJ:V^ 

C 6 _ l 4 T V ( 7 ) ffriafim^Aif 2» bintfti^tt&g*- l~3itt 

TlvC 1 t>.fc^C e _ 1 4 Ty~/V-C 1 _ 6 T/V^r/K (8) fflnBft&£A&d> 
km£ft3g^S£l~3«LTlvtt>c};V^C 6 _ , 4 7!)^-C, _ 6 
T/v^r/K (9) tWB«W6A#a»fe»tfH5«ia6«rl'-3fii*tW"Ct>J: 
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v^5C,. I4 TU-zw-C, _ 6 T;v^;K (10) St -X'"-G-(CH 2 ) n -J 
-0-, -S- > -CO-NH-*fcfi-NH-C0-^L, ntt 0 ~ 3 ©SBfc&?J* U J 14 

(a)c 6 _ , 4 ry-yv (i©c 8 _ j 4 ry-/w*, Mra&SB#a>g>atf 

ti5fim^«ri~3^fCV^t>«J:v>) £fcte(b)^3ffJiw\ a^M^J:^ 
rai^^ 1 ^b^^^t^fc^'7 i pM•?l^v^L3S^^< tfe lfi-^tf 5~8^© 

l~3fifLWW^) , (11)^ -X ,,,, -L-(CH 2 ) n -M 

^T^v^ _ 4 TV^v^&^U Ltt(a)JS^^ (b)c 6 _ l 0 ry-/P 

(-©c B _ x 0 ry-/w±, luE«m£B^^ii(m^.*m^i~3^w 

xpJ^i&^L 3 &M«^5~8j|®#S&tt*X;£ 
#$Hti§gtX{3\ ^«&£B#a»b»tf;h,S1flfe£* l~3»f LT^Tt £ 
H , (d)-(K (e)-S-, (f)-CO-NH-^yt«(g)-NH-CO-^r^b, nte0~3<£»: 

T?«$na**fcH: (12) (amiEsmgcp^jifms 

^iif^5g^^l~3^UTV^t«tV^C 3 _ 8 ^^P7/^/K (c)fff 

=/K (d)fluEfi^*C^b®»5em^l~3^UTV^ 1 fcJ:V>C3 
_ 8 i/^T^^/K (e)ftrlEg^Cif^b3i«ti5em*^l~3tl^L 

i~3«L-cv>-c^«tv>c 6 _ t 4 ry-/K (g)ltfia*m^c^bM& 
5HSUES:l~3fl^rL-CV*-CfcJ^c B _ , 4 ry^-c^ _ 6 T/i^/K 

(h)t^f|Bft^SCI¥^^fmSSmS^l~3mLTV^T^i^^v ? C 6 _ , 

3W^T^^ttJ;v^^yc 6 _ , 4 ry-^-c, _ a TA**A,(s)tmw& 
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Tfigffim+frbMfflMt^ ol^ 1J&V»U3 aSr^* <ttl m$tt 5 ~ 8 M 

c i - i o T/v^w^;v#=;K c 3 _ 8 v^p7;^;^M-;k c 2 _ l 

0 T/P^rs^'tf/Utfs/K C 3 _ g ^pT^-^/VtJ^K c 2 _ , 0 T 
/Wdr -/k^ylx/J?-/^^ C 6 . 14 7!) — ?Vi)/\,T$.~;V, C 6 _ , 4 7D —/V- C 
x _ 6 T^/V-#/V#^K ^C 6 _ , 4 7!l-^-C, _ 8 TA'^A'jJfitf— 
/K hyc 6 _ x 4 7!/-/l'-C 1 _ 6 T/V^#/l^/K C, _ , 0 T/V* 
/i^/P^/K C 3 _ 8 ^^o7;i/^;^=;K C 2 _ a 0 7A'tr~A'XA' 

C 3 _ 8 */9 p TVV^/i^/M^/K C 2 _ x 0 T/i^^r=/^y^= 
^ c e - i 4 7!)-/^;i'*=/K C 6 _ j 4 m-A'-C, _ 6 T)V*>\,7. 

v^C 5 . t 4 Ty-/V-C 1 _ „ T;V*jV*;Vi$>~;Vt.tc\±Y}) C 8 

< 1 t> i #gtr 5-8 t> L < tt*ISife©#3Sr*fc 
r 3 ^ (i) trflB«ift£A^6)a«^5ii*s*i~3fli^ru'rv^t>J:v>c 

1 _ x o T^/K (2) fl$IBE^Ap^bil^tl5tt^Silrl~3^UT 
^T*>J;^c 3 _ 8 ^C7M/K (3) WIB1I#U£A#a>&»tf;K,s*ifc£ 
£l~3fi#LWCk.J:V>C a _ t 0 tA^^K (4) MISERS Aff^ b 
^f£ft5g&*&l~3^l,T^T&J:^C3 _ 8 V^p7^=/K (5) 

llrlH»J^lSA^ba!^^tbS^Bfess^l~3^a#uTv^Tt)«^;v^c a _ 1 0 ta- 

*=/K (6) B^^lBg«AS|^fe51f^ 4 a5e^S^l~3«LTV^-C 1 bJ;v^ 

c,. H ry-/K (7) tfrtBiimsA^bM^sm»i~3«L 
wct^c. _ 1 4 rv-fr-c, _ 6 tv^/k (8) tmm»&Ani>* 

T/Wr/K (9) ^tKM6AP^b31tfti5ft*S«:l'-3MUXV>'Ct)J: 
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^MC,. M Ty^V-C, _ a T/^;K (10) -X"'-G-(CH 2 ) n -J 

x"'iic 1 _ 4 T/u*\/yt.tctec 2 _ 4 r/^=i/^^u gi**£ 

-0-> -S-, -C0-NH-*fc^-NH-C0-^L> nf*0~ 3<7>g»7j*U Jte 
(a)C 6 _ j 4 (i©C 6 _ , 4 7';-«, fTE«^SB^f> 

JztMSf D§CW b iKmfc^x p 1 ft V % L 3 < t h 1 #£tf 5 ~ 8 

S£i~3»f LTv^fcJ;^) Sr^] X*mi5tizm&tcte (11) 

X""-L-(CH 2 ) n -M 

10 Kf, X" " flrffiS&SAi¥a»&Stf;ft3Elfl££ 1 ~ 3 ifLT 

ivCfciV^Cj _ 4 TVl^l^fc^U U2(a)^#\ (b)C 6 _ 1 0 T V —A> 

(z<nc 6 _ l 0 ry-/w*, tfriafimSB^bMti^ftms^i~3W 
15 «mmgs£te> flWBwaB*ja>featftbs«jia6«ri-'3«3firu'cv^t>J: 

, (d)-0- x (e)-S-, (f)-CO-NH-gfcft(g)-NH-CO-£^U n(40~3©S» 

5. R 1 # (1) (2) (lO^*^JjfH\ (20= hn, (3')->ry, 

20 (4') (BO*Wfc (60 f^K (70 C x _ 4 TA*A>7^ (80 T 5 y 

£ s (90^ / C , _ 4 T/V^/VT S / , (1O0 ! _ 4 TJV*?\sT % / , (110 
*r h7t Kn fc°n-/K fc^!)'^ ^!)y, f^A* JJ I', 

fcTP— /k -< 5; w—;v, 2-^y-i-t°p y ^-/k 2-^y-i-tf^y 

a»6>»tf*l« 5~6l©»^;, (1207*~/l'-C 1 _ 4 (130 
25 C 3 _ 7 ^B7^ (140#>M^>/K (150 C x _ 4 Tfrzx*is-1lA' 
(160 C 7 _ , 0 77;^^t^^-*/^^/K (170^/W^^;K 
(180^/ C x _ 4 T/^^/^/W^-Y/K (199 '^C, _ 4 TA*%-A>jJA'S< s e>( 

_ 4 (2l0^ny^iS-1 1 ^^fiC 1 _ 4 7/V3^T*g#|£«VCVvC 
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h£^C 1 _ 4 (220 C t _ 4 7A^rH"WV, (230#/V5/K 

(24') C 2 _ 4 TA'jJSJA'* (250 C x _ 4 T/^/^/^=/K (260 C 1 _ 4 
7M/^/>7^^ (270^^7 7 ^f/K (280^/ Cj _ 4 TVl^/WVW 
(290 _ 4 7/^7^^77 ; &'l'/K (300 C 6 . 14 7U- 
/V (rtf>C 6 _ x 4 Ty-7H^ (r)^nyv % (2")=}^P, (3'O^TA (4") 
Tk^S, (5")^-/K (6")C 1 _ 4 T^^^ (7")T^/ % (8")^/C x 
_ 4 T^iVT 5: / , (9") v^C ! _ 4 TVV^rA-T 5 / > (10") *r Y 7 1 Kn fp 

-/K t^^v 5 ^ t^ys^ ^yy, f^e/V^y^ ;K -f5: 

^y-/V^b51fm5 5~6M©«T^y, (n'O^-zV-C, _ 4 7;V* 
/K (12") C 3 _ 7 y^nTM/K (13")^/^^-^/^ (14") C l _ 4 T >l> 
^3->-%jl'tf=-/U > (15") C 7 _ ! 0 77^^*^^-*;^-^ (16")* 
/W^^T/K (17")^/ C t _ 4 T/l^/^/W^-fVK (18")> ? C 1 _ 4 T7l^=3f 
/V#/W<^/K (l^^ny^Iii^fcteC! _ 4 T/V^^yX-W^tlX^ 
-C%J:V^C 1 _ 4 T/V^/K (20")^nyvJl J f*fcttC 1 _ 4 T^drv'-eg; 
Wk£tlX^Xh£.^C 1 _ 4 T/V3df-i/ N (21")C 1 _ 4 T^U^v^^, 
(22")tfvl^/K (23") C 2 _ 4 TW^/f/K (24") C, _ 4 TA^A-*/^- 
/K (25") C 1 _ 4 TyV^/^/V7^-/K (26") ?>}V7 (27")^/ C 

! _ 4 7/K/^;i'77 ; e-f/K (28'Oi/Ci _ 4 7;^/W;i'77 ; &^;K 

(290 5 ~ 6 mo%mm^m?mmmmfribmtftiz>m&mx*w&&tix v^r 

M 3: fete (310®?!^^ ram^i^M^^^ilttWc^-rnJii 1 - 
1 ^^13 ffi£'>& < 1 1> 1 IS^tf 5-8 & L < 

\ttffifti<D#%mmmm& t^tih^mmmMmD^u^^^ (2-0= hp, 

(3")^7A (4")^y % (5")7X^ (6")^-/K (7") C j _ 4 T/^/V^ 

:*% (8")T5; A (9'0^/Cj _ 4 T)V*jVT^J s (lO'Ov^Cj _ 4 

7 ^ A (11") 7 1 h 7 fc Kn t'c -/K fc°^y i?>\ fc^ y ^•/^^ y 

y >\ t°n -/k $ y ywi^ bjikms 5 ~ 6 h<om®.T ^ J s 

(12")7^=/P-c i _ 4 T/Wdf/K (14") C 3 _ 7 i/^PT/^/K (15") # A 
^dr'>7K (16") C x _ 4 T^=i^^-*/V7}?^K (17") C 7 _ x 0 77/^A 
^-^rv'-^/P^/K (18'0^/W^-Y/K (lg'O^eyc! _ 4 T^/l^/W^ 
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(20")^C : _ 4 T/V^r/^/W^^/K (2r)^P^yjg^fc«C 1 _ 
4 7/i'3^;yT?g&£;ixWT<b,}^C 1 _ 4 7/V3vi\ (22")^ny>J^^ 
fcfiCj _ 4 T/l'a^T'g^ft-C^Ttj.fc^C! _ 4 T/Va*^ (23") C 
! _ 4 T^WVisr**/^ (24")*c;U5:/K (25") C 2 _ 4 T/Kfr/^K 
5 (26") C, _ 4 T/l-dr7^/WxjN=7K (27") C x _ 4 7A'*A<W74 

lf^i^l~3ifLTV^fej;^) Q^Tn S^SDpiB&IS-t-S) 
bmm5St&»£l~3{@#LTVvrkJ;^C 1 _ x 0 T/V^/K (3) IfrlB 

*WK (4) H^^IBgmSD||^bii{^t^a«^S^l~3«trv^-c^>J;v^c 
10 2 _ x o TAstr-Ars (5) tiJlBS^Dp^bjlf^Sg^^l~3WL 
TVvr'fcJ^Ca _ 8 iX^PT/V^/K (6) iftfBS&gDi^kittfti^fi 
&X£l~3«LTlv-C&J;^C 2 _ , 0 T/^-zK (7) fflfBffl!&gDi¥ 

^bJifm5g^S^i~3Wb-cv^x i bJ;v^c 6 _ x 4 ry-/K (8) tu 
fBgmSDif^fjWia^gm^^i-sWL-cv^fectvNCe _ , 4 ry- 

15 JV-C 1 _ 6 TJV^;V^ (9) BUfB*^SD^bMtb5fi»^l~3« 

LWCbJ;V^C 6 _ , 4 7U^-C 1 _ 6 T/l^/K (l o) tfrlEg« 

D^^il^m6gms^l~3«LT^^-C'^ ie tv^^y c 6 _ l 4 ry-zu- 

C,. e T/l^/K (11) -X'"^-^),,-! [5*^ X"'ttC 1 _ 4 T/V 
^l^lcfcfSC., _ 4 T/V^l^iSr^U Gfiife^^ -0-, -S-, -CO-NH-* 

20 fcft-NH-CO-^r^ U nte 0 ~ 3 vMW&tf U J & (a) C 6 _ l 4 T y -A d 
^C 6 _ , 4 Ty-/W3(l")^n^ (2'O^hD, (3") ^7 A (4")7.kg^ 
(5")^-/K (6")C 1 _ 4 T/^/Vf 1 ^ (7") 7^ A (8'O^yC! _ 4 T/W 
3W7 5 A O'O^Cj _ 4 7/v3vv7S:A (lO")Thyt Kp fa— /k t° 
^<7^^ t°^y^>\ ^-yv*!;^ fc°n — /k 4%?*/— /K 

25 2-^"^y-l-t: 0 D y v>~7K 2-;f*y-l-t 0 ^y ^/V^bjifm^ 5-6*^ 
)btT5:/, (11") 7^=^-0! _ 4 T/^/K (12") C 3 _ 7 ->^P7;^/K 
(13")^/^>V/V % (14") C, _ 4 T/^^-lfr/M^/K (15") C 7 _ 1 o 

t^^/M-^-^/v^/k (i6")*/v^-Y/K (lrO^e/Cj _ 4 T/v^r 

/V#/W^-f/i^ (18")S?C, _ 4 r/V^/^/W^^f/K (19")/NP^^J®^t 
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fcfcC 1 _ 4 T^^^-^m^tlX^X-h^^C x _ 4 T/t^/K (20")^P 

(21") C 1 _ 4 T^l^SWr^ (22")^/V^7K (23") C 2 _ 4 T/V^7 / 4 
A> s (24") Cj _ 4 TJV*jV*;Vfc=.;^ (25") C x _ 4 T/l^U*/)^ 
5 {2&')*/V7 7*:4 /K (27")^/ Cj _ 4 T /K¥ /V */K7 r^-OK (28")^ 

C, _ 4 TA^/WVl^z^-lVK (29") C 6 4 7!)-/V (i©C 6 _ , 4 
TV-M-i, (l"')^n>r> % (2'")^hP, (3"')^77, (4'")*^ (5'")^ 

(6 W )C, _ 4 T/^/V^, (7"')T5 A _ 4 

5 A (yO'^Cj _ 4 TA^KT^ A (10"')xh7fc: Knt°P-7K t'^yv 5 

^§5-6*^^^/, (1117x^-0! _ 4 T/^/K (12'") C 3 
_ 7 V^PTVl^/K (13"')#/M^y/l^ (14"') C, _ 4 T/l^^-^/P 
^=/K (15'") C 7 _ 4 0 77^^/^*^-^/^=;^ (16"')7j;w^^/k 

(lro^/Ci _ 4 t/i^/i^/w^^/k (18")$^ _ 4 .t/w^tj/w^ 

15 ^/K (l^'O^o^y^^fc^Cj _ 4 Tfr=i*^X°WWk£frX^X-b .fc^C 
! _ 4 TA^/K (20'")^P-7 I ^mT-*7tftC 1 _ 4 T;V=L*i/XW&:isnX^ 
•ct>j;v^c 1 _ 4 tvv=»^ (2i"0 Cj _ 4 r/i^i/y^;*-^ (22"')t}vV 
S/K (23'") C 2 _ 4 T/V7Jy^;K (24"') C t _ 4 7VV*-;i^/V^-/K (25"') 
C x _ 4 TVl^/WW^^K (26"')^/P7 7 J E-W/K (27'")^/ C x _ 4 T 

20 /Mvi^A^t^/K (28"')v J C 1 _ 4 T/l^/l^/l^r^-iVK (29"') 5 ~ 

6 m<D%mmmm^mmm&frbmimz>wmmxm.mtstix^xh m 
te(30")^tjjjHK mnm?&£if£mm?frhmitzitz^vj%* 1 &v^l 3 

< t i> 1 IS^tp 5-8 *<^§;6£jiiStgtS£ fctef&fn L < te^f&ftKO 

25 A (4"')*-* A (5"')*g^ (6'")^*- /K (r)C 1 _ 4 T^^/V^^ 
(8"')Ti- A (9"')^yc i _ 4 T/V^r/VTS A (lO-'O^C, _ 4 

(11'")^ h^fc Knt°n-/K M'^yVy, fc^y^A ^*!Jy, ^ 

{l2'")7^~/\'-C 1 _ 4 TVl^W (13"') C 3 _ 7 ^DT/l^K (14"')^^ 
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#*->7K (15*") C x _ 4 T/W=3^V-^/V^=/K (16'") C 7 _ , o 77^ 
A'tti/-jjAr$—A' s (17"');&/W<^/V\ (18"')^/ C x _ 4 T)V-*)V1J)V 
'<*-f/K (19"') _ 4 T As^ (20'")^nyy^*fe« 
c i - 4 T^^T'fi&^ftTVvTtiJ^C! _ 4 T/^K (21"*) ^ 
JDR-T-SfcttC, _ 4 T/W3^i/r*fi^$ 4 aTV^Tt)<i;V^C 1 _ 4 T/U=<=^X 
(22"') C, _ 4 TA>*Vls*Jtti/* (23"')*/l^/K (24"')C 2 _ 4 T J 4 
/K (25"') C x _ 4 T/V^VKWTjWK (26"')C 1 _ 4 T/^/l'^/V^-i' =/V 

-rs) ^fe5iifns«^s^i~3«LTv^-ct m t.tcte(b)mmm*, 

«ft5g*&££l~3j@;f LT^-CkJ:V\) &7jrf] T^$«a5£3;fcte (1 
2) 5£ -X""-L-(CH 2 )„-M D£<K X""tegf£^ WIB*«l»D»*^atfJx*Jt 
mS^l-SWUTV^^ctV^C! _ 4 7W=¥l^S&^U Lft(a)^^ 
(b)tfrlB*mSEl|^b5i{^tlS«^S^l~3WLXV^T^J:V^C 6 _ , 0 

r v -/k ( c ) mtft*. mMjR*& x Tfmmm^fabmtffrtc^T um&m 
8WBiHJi*E»^batfHa««*i-'3fi^rLTv^"Cfe±v^ , <<o-<k 

(e)-S-, (f)-<XHJH-*/ttt(g)-NH-O0-*^U nfi0~3 <0S3£«r**U MttT 5 

(1) ~(CH 2 ) fl - (fir±l-8©Safc«r*^. ) > 

(2) -(CH 2 ) gI -X , -(CH i! ) 1!2 - (gl*J,tt> , g2«|ll-*fc«^o-C0~7O« 
afeSr^t-o fit, g lig2i:C7)fp{iO~7T-fe5o XM*NH, 0, S, S0£fcl*S0 2 & 

(3) -(CH 2 ) hl -X 1 -(CH 2 ) h2 -X 2 -(CH 2 ) h3 - (hi, h2*3J:Tj ? h3{i|I]-tfc^ 
^oT0~6<^S»^-rc feU hi, h2*5<tt>'h3<7)fPfiO~6T-fc§ 0 X 1 *^ 
OTl^tlW 0, S, S0£fcteS0 2 £*-r o <&U h2^0(Dit, X l *3«tt>* 
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Aifi (1) (a)(l")^py^ (2")~hn, (3")VTy, (4")^-=3ry, (5")*lfck 
(6")^-/K (DC, _ 4 TA"*^;^ (8")T$y, (y)*;C, _ 4 TA- 

*/kt$ A do") _ 4 T/Mvvr^y, (ir)fh7t Kotfn— /k t° 
e-syv^ ^yy, ^**/u*y^ t°n— /k «< 5: 

^fcii»5 5~6M©g|^T^y, (12")7 3 in/V-C 1 _ 4 (13") 
C 3 _ 7 ->^7/v^K (14") j}/i>7$*is/K (15") C, _ 4 T/va^V-tf/V 

(16") C 7 _ a 0 Ty/V^V^-^riy-^/V^/K (lD^/W^e^/K 
(lffO^/C, _ 4 T/I^A^/W^^K (19") v^C, _ 4 T/^/^/w^-T 

/K (20")/M=y>'ii^^fc«c 1 _ 4 r/v^^fi&^iftT^-cfccfc^C! 

_ 4 T/V=*r/K (21")/M3<> i >J!I^tfc«C J _ 4 T/!^^iyT*e&£«VC^-t 
t^V^C! _ 4 T^3^r^ (22") C, _ 4 T/^^^v 5 ^^ (23")*/l^/W 
(24") C 2 _ 4 T/^y-C^K (25") C x _ 4 T/^/^/U^-yK (26") C x _ . 

4 T/is*;wu7 j -/ufribmiftizmmm (ot, s&gFf^B&iB-rs) * 

l-SH^LTV^J^C! - i o T/V^K (b)|frlSSmSFSI^bii«tb 
6^&S£l~3jHPPrLTV>Tt ±V>C 3 _ 8 i/^P7^;K (c)ttrlBtt^ 
F|^bM;ft5fi^£l~3#]^LT^Tt>J^C 2 _ j 0 Tfrtr-SK 
(d)|f|lBM«F^b^lim5M^S^l~3«L-rV^^ j;V^C3 _ 8 > 
^n7;^=;K (e)fliflBE^SF^^3l«n^fi^^ 1 ~ 3{@^LTV^ 
<bJ;V^ 2 _ , 0 T/V^r-zK (f)HaiB*lfeSF^bS«rtL5fiifeSSrl~3 

«L-c^r^«t^c 6 _ 1 4 zy-/K km&&&&Fmfrt>mt£ti5im 

S^l~3ifLWbiV^C 6 _ , 4 _ 6 T/V^K (h)«T 

&mm&Fm>bmtfftzw&m&i~3mLx^xb£\<^c 6 _ , 4 ry 

-/V-C 1 _ 6 T/V^r/K (i)mj|ESmSFi¥^bjl«tiSW£^l~3« 

b-cvvtt>J;v^y c 6 _ x 4 ry-zv-c, _ 6 t/v^/k (j)itfr!Ett&*F 

^^^ilfmfc^x n 1 fcv<» U 3 < t h 1 f®-^tf 5 ~ 8 Jl©# 
Wi&HiilitS£ tz ttmi tL< ft^f&?n<D#^#J£?g?5f StS> (k) #/v 5: C 



WO 02/00606 



PCT/JP01/05541 



249 

1 _ i o T/^/t^/Utf^/K C 3 _ 8 ^D7MA'M=^ C 2 _ ! 0 

dr^ ; ^/^-/w % c 6 _ j 4 Ty-^/^/K c 6 _ , 4 ry-zv-Ci 

_ 6 TA>*>\>i})Vi£-)V s J?C e . , 4 T U — /V— C j _ 8 T/Mvtofr/Wi^K 

C 3 _ 8 ^n7M^/kj5=A', C 2 . 10 T/V^^/^^/V^= 
C 3 _ 8 ^^o7/^=;V7M=/K C 2 _ j o T/V-^/l^/Ufc^/K 

c 6 _ ! 4 7U-/i'^/i'*^K c 6 _ j 4 ry — /p-c x _ 6 T>\»*>vwfc 

^C 6 _ , 4 Ty-^-Cj _ 6 T/U^;U^;U^-/U^fzitbV C a _ x 

h l m&tt 5-8 ittima fct< t43Pfift©*3SF#JfeK* 

Srl~2ffi^Tt"CV^rt)J;V>r5y*fcf± (2) (a)^P^ (b)~bn x (c) 
v-7A (d)*iftS, (e)^-/K (f)TSA (g)#/l^>v7K (h)/M3^y 
te&*VOvr i b.fc^C 1 _ 4 7VMF7K (i)^n^Wb3*l/T^T 1 {)J;^C l _ 
4 T)V^^rV s (jOfcA^/K (k)C 2 _ 4 TAojJ/J^ (DCj _ 4 TA"*/V 
f)lllji5 , 1 ~ 3 M V vT 1> J; V «T ^ J % fcti 

(3) SBWs^sr hb£#, zbKmmm*. mnm*&£vmmm*frtbm\t 

titc^TvW^ li&V^L3ttlrlifc^L4 fll^A/t-^T fc «£ V > 5 ~ 8 
3#P£fWCkJ;V^ t?fct) % 

R 2 fei^R 3 *s (l) m©1iSUlD#d^»^S«feK*l'-3WU-C 
WtfcJ^C, _ , 0 T/is*/K (2) fltrC0ffiMiDi¥a>&8tfft*1E^Sr 
l-Sfi^LTWCfci^Cg _ 8 ^o7M^ (3) flflIB©ltlfc£D3fc5» 
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bmtfftZM»M&l~3m#LX^Xb£^C a _ , 0 Tfr<!r-/K (4) S& 

IB^*mSD^bJif^^tt^^l~3WL-cv^-ct)J:v^C3 _ 8 
T/H^K (5) aWBOjl**D»^fca«r^5SlftaESrl-'3WLTV^ 
t><t^C 2 _ ! 0 T/^=/K (6) fiflB^©mSD|f^P>31{^^SM^l 
~3MLT^-Ct>J^C 6 _ , 4 Ty-/K (7) TtHfE^ttmgDi^biifi 

^E^S^i-sMb-c^-t^^c,. _ x 4 ry^-Cj _ 6 t/v^/k 

( 8 ) Jiu!B<D©^D^bMtiSfi&g&: l~3 ML-tvv-Cb iv^c 6 
- i 4 Ty-^-d _ 6 (9) 1HnBOttKXD^&Sl£MS«ft 

^Srl-SM^Wt^-t^hy C 6 _ t 4 7JJ^-C 1 _ a T/V^r/K 

(10) 3ft -X"'-G-(CH 2 ) n -J Kt, X'"|iC 1 _ 4 T^U>t.tc\tC 2 _ 
4 7VV^l^£r^U G«^^, -0-, -S-, -C(hNH-£fc}3:-NH-C0-£r^U 
nteO~3<£>gfc£^U JJ*(a)C 6 _ x 4 TV-JV (Z<DC 6 _ , 4 TV-)V 

(b) m&m*. w&m*& £ vmmm^fr bm&titc^ u ^ 1 tt v % l 3 m* 

(1 1) 5£ -^'''-l-iC^)^ 

Kt, X""ii^^ BUfBSmSDl¥^bMtl5gmS^l~3«tT 

^xhx^c, _ 4 r^i^v^u L«(a)^#^ x (b)c 6 _ x 0 ry-A- 
(-©c 6 _ j 0 ry-;w^ ttfE^smSEi¥^bai{msgm«^i~3ii 

fiiiiiSfc BuiEofimsE^bwtisems^ 1-3 ituv^ 

<b£V^) \ (d)-(K (eJ-S-, (f)-C0-NH-^fcfi(g)-NH-C0-^L, nl30~3O 
g«^U ^r-v^ys, ^/vy 7 ^4^m, $/W<*rj;um 

£ fctezKS£g£^-f ] r** $ ftsg-efc sit *s 2 mw{t&m 0 
6. 5$ 
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N-X-A 



7. 5£ 



0 



R 



■A 



R' 



R'-n 



-X-A 




8. 5£ 




9. S: 
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R % 
I - 
-N— X— A 



— N-X'< 5 

V' 

[5$*, R 1 (1) zkSHK^ (2) C,.^ T/V^/K (3) C 3 _ 8 S/ 
^P7;^K (4) C 2 _ , 0 7V1^=/K (5) C 3 _ 8 ^P7^=^ 
(6) C 2 _ 1 0 (7) C 6 _ 1 4 Ty-/K (8) C 6 _ j 4 7 

5 y-/V-C, _ 6 O) i^Ce _ , 4 Ty-zV-C, _ 6 T/l^/K 

do) hV c 6 _ x 4 ry-zv-Cj _ 6 t/w^k (1 D 5t -x"'-g- 
(CH2) n -j ^"ttCi _ 4 r/^u^s^fcttc, _ 4 r^=u>-ssr 

GfiiNHH^ -0- % -S-, -CO-NH-* fc(i-NH-CO-^^ U nflO~3(D» 

j«(a)c 6 _ , 4 ry-^*fctt(b)»*Dsw\ «^*:&j;t«toW!< 

10 bmfttl1t~*T P » 1 L 3 < i f> 1 ft^tf 5-8 MOffi 

-C^ftSS^fctt (12) ^ -r"-L-(CH 2 ) n -M X"" 
C 1 _ 4 T/nfrvy^Sr^U Ui(a)*S£^ (b)C 6 . 10 7y- 

/v, (c)w, mm**s£xmxm*i)*hmmiit^7nm* 1 3 

»«r^*<i:t>l#&tp5~8j|©3Sr J SK«*lia£, (d)-(K (e)-S-, (f)-CO- 
15 NH-*fcf4(g)-NH-C0-**L, nttO~3<0SHfc«:;j*U MttT^/S, ^T-v* 

X' lie, _ 6 7Ml/y^l> R 4 *3j;t>'R 5 tt-ttt^n**^ 
*fcttC l _ 6 TVi^/u CtDCj _ 6 77i^W3, (i)An^y, (ii)=hn % 
(iii)^TA (iv)7k«36, (v)^-/K (vi) C 1 _ 4 T/l^l^*\ (vii)T 
20 5;, (viii)^r/C, _ 4 7l^)V7%Js (ix)> ? C 1 _ 4 7/V"¥/VTS A 
(x)Th7tKnfn-;K fcT-^v^ twys?>\ ^/V*y>\ f-^/W* 

yy, t°n-/K -r 5 ^/^^itftis 5 ~ 6 m©#;R7 ^ y , (xi)*^ 

(xii)C x _ 4 T/^a^^/l'^/K (xiii)C 7 _ , 0 77/^/^ 
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c i - 4 T/l'^l'^iWrv', (^7x^-0! _ 4 7VV3r/K (xxi)C 3 _ 
r i/^nT^^K (xxii)*fc/V^/K (xxiii)C 2 _ 4 7 J 4 fl, s (xxiv) C 
j _ 4 T^/v^/wtf^/uSfctetxxvJCi _ 4 T/v^/i^/t^^/i^kiM 

nzmm^i^smzzh^ti^Lx^xtM r 4 £r 5 his^l 

10. r 4 feit^R 5 tfthK7kmm*x&5m^9tm<Dfc&%} 0 

11. R 4 &J;l>*R 5 ^-a-LT3~8M^fn^^m^^*r6lt^ 
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13. R 2 a55£ -X'"^-^),,-! 

[5$^ r*'f4C x _ 4 T/^V^^/c^C 2 _ 4 TW^t^SSr^u G 

-0-\ -S-, -C0-NH-£fcte-NH-C0-£r^U nf*0~3cOg^:^L, 
Jte(a)C 6 _ j 4 7!)wH C:cac 6 _ , 4 ry-;Hli, (i)/M3^>-, 
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5 bmitntc^T p jjr^- i #i> u 3 < £ % i <@^t? 5 ~ 8 ^<o%mi&&m 

1 4. R 2 -X , *"-L-(CH 2 ) n -M 

X""tt»£^ C, _ 4 Lte, (a)*S&3s (b) C 

6 _ x 4 Ty-/K (c)i», fiffilllB^iTM^^feStftLfc^P 
10 JKFP 1 ftV^L 3 ffi*^* <H1 fl£tf 5 ~ 8^©5?#lS1i5S5SS^ (d)-O-, 

(e)-S-, (f ) -CO-NH-^ it ft (g) -NH-CO-£^ U nliO~3©lt^U MfiT5 

15. R 3 -(CHg) p -T 
15 pttl~6Clt^U Ttt(a)C e _ , 4 ry-/V (rcOC 6 _ l 4 

ry-/Hl> (i)Ad^y, (ii)Tkg^ (iiO^xn/V-Cj _ 4 7/V"¥/K 
(iv)#^#>v'/K (v)C,. 4 T/V3^i/*^2K=/K (vD/NP^l'flfcPSfc 
ttCj _ 4 T/l'^S/Xgm^W-CkJ^C^ _ 4 7VMr/K (vii)/NP^ 

vjDR-T-SfcttC! _ 4 T/wa^-eitlfeSix-cv^tiv^Cj _ 4 r^^^^ 

20 (viii)C x _ 4 mu^^V, (ix)*/^^^^ (x)C 1 _ 4 T/V* 

^ *JIH^*3j;tJ^*JBS^36»fearf^fc^ pfB^ l&V^L 3*Sr^ft < £ 
1 1 ii^tp 5-8 a©##^*»££fcW:«i?Gt> L < tttmaoftttffl&K 
SHIid»b»tftb5«iU£8rl~3fil*LTVN*Ct>J;V'») *fctt(b)ifc*IJ5KK ft 
25 «t 6>»tf ftfc^f 1 nl^f l/jJ^t3 ®&'>& < £ 1> 1 fl£ 

tf 5 ~ 8 *©^r«fi!itt^aESr^r] t?« * mzTFi-m&m 2 ^m<o\\^m. 

1 6. TflS*R£ % ^/^r^^/K C x _ 4 T/v^/v^/v^T^-T/w^fc^v 5 
Cj _ 4 T/^/u^/vyr^-Y/^g^^^^ai^/vS-efcsit^i 4|Efc 
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SEQUENCE LISTING 

<110> Takeda Chemical Industries, Ltd. 

5 <120> Vasoactive agent 

<130> 662682 

<150> JP 2000-200118 
10 <151> 2000-06-28 

<160> 6 

<210> 1 
15 <211> 37 
<212> DNA 

<213> Artificial Sequence 
<220> 

20 <223> Synthetic DNA for screening cDNA coding human GPR14 protein 
<400> 1 

TCGTGAGTCG ACCACCATGG CGCTGACCCC CGAGTCC 37 

25 <210> 2 

<211> 33 
<212> DNA 

<213> Artificial Sequence 
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<220> 

<223> Synthetic DNA for screening cDNA coding human GPR14 protein 
<400> 2 

GCCTGGACTA GTGCCGCCCC TCCGCGTGCT CAC 33 

<210> 3 

<211> 1215 

<212> DNA 

<213> Human 



<400> 3 



TCGTGAGTCG 


ACCACCATGG 


CGCTGACCCC 


CGAGTCCCCG 


AGCAGCTTCC 


CTGGGCTGGC 


60 


CGCCACCGGC 


AGCTCTGTGC 


CGGAGCCGCC 


TGGCGGCCCC 


AACGCAACCC 


TCAACAGCTC 


120 


CTGGGCCAGC 


CCGACCGAGC 


CCAGCTCCCT 


GGAGGACCTG 


GTGGCCACGG 


GCACCATTGG 


180 


GACTCTGCTG 


TCGGCCATGG 


GCGTGGTGGG 


CGTGGTGGGC 


AACGCCTACA 


CGCTGGTGGT 


240 


CACCTGCCGC 


TCCCTGCGTG 


CGGTGGCCTC 


CATGTACGTC 


TACGTGGTCA 


ACCTGGCGCT 


300 


GGCCGACCTG 


CTGTACCTGC 


TCAGCATCCC 


CTTCATCGTG 


GCCACCTACG 


TCACCAAGGA 


360 


GTGGCACTTC 


GGGGACGTGG 


GCTGCCGCGT 


GCTCTTCGGC 


CTGGACTTCC 


TGACCATGCA 


420 


CGCCAGCATC 


TTCACGCTGA 


CCGTCATGAG 


CAGCGAGCGC 


TACGCTGCGG 


TGCTGCGGCC 


480 


GCTGGACACC 


GTGCAGCGCC 


CCAAGGGCTA 


CCGCAAGCTG 


CTGGCGCTGG 


GCACCTGGCT 


540 


GCTGGCGCTG 


CTGCTGACGC 


TGCCCGTGAT 


GCTGGCCATG 


CGGCTGGTGC 


GCCGGGGTCC 


600 


CAAGAGCCTG 


TGCCTGCCCG 


CCTGGGGCCC 


GCGCGCCCAC 


CGCGCCTACC 


TGACGCTGCT 


660 


CTTCGCCACC 


AGCATCGCGG 


GGCCCGGGCT 


GCTCATCGGG 


CTGCTCTACG 


CGCGCCTGGC 


720 


CCGCGCCTAC 


CGCCGCTCGC 


AGCGCGCCTC 


CTTCAAGCGG 


GCCCGGCGGC 


CGGGGGCGCG 


780 


CGCGCTGCGC 


CTGGTGCTGG 


GCATCGTGCT 


GCTCTTCTGG 


GCCTGCTTCC 


TGCCCTTCTG 


840 


GCTGTGGCAG 


CTGCTCGCCC 


AGTACCACCA 


GGCCCCGCTG 


GCGCCGCGGA 


CGGCGCGCAT 


900 


CGTCAACTAC 


CTGACCACCT 


GCCTCACCTA 


CGGCAACAGC 


TGCGCCAACC 


CCTTCCTCTA 


960 


CACGCTGCTC 


ACCAGGAACT 


ACCGCGACCA 


CCTGCGCGGC 


CGCGTGCGGG 


GCCCGGGCAG 


1020 
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GCAGCCCCGC GCCCGCTTCC AGCGCTGTTC 1080 
GCCCACTGAC AGCCTCGTGC TGGCCCCAGC 1140 
CAGGGCCCCG GCGTGAGCAC GCGGAGGGGC 1200 

1215 



<210> 4 
<211> 389 
<212> PRT 
<213> Human 



<400> 4 

Met Ala Leu Thr Pro Glu Ser Pro Ser Ser Phe Pro Gly Leu Ala Ala 

15 10 15 

Thr Gly Ser Ser Val Pro Glu Pro Pro Gly Gly Pro Asn Ala Thr Leu 

20 25 30 

Asn Ser Ser Trp Ala Ser Pro Thr Glu Pro Ser Ser Leu Glu Asp Leu 

35 40 45 

Val Ala Thr Gly Thr He Gly Thr Leu Leu Ser Ala Met Gly Val Val 

50 55 60 

Gly Val Val Gly Asn Ala Tyr Thr Leu Val Val Thr Cys Arg Ser Leu 
65 70 75 80 

Arg Ala Val Ala Ser Met Tyr Val Tyr Val Val Asn Leu Ala Leu Ala 

85 90 95 

Asp Leu Leu Tyr Leu Leu Ser He Pro Phe He Val Ala Thr Tyr Val 

100 105 110 

Thr Lys Glu Trp His Phe Gly Asp Val Gly Cys Arg Val Leu Phe Gly 

115 120 125 

Leu Asp Phe Leu Thr Met His Ala Ser He Phe Thr Leu Thr Val Met 
130 135 140 
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Ser Ser Glu Arg Tyr Ala Ala Val Leu Arg Pro Leu Asp Thr Val Gin 
145 150 155 160 

Arg Pro Lys Gly Tyr Arg Lys Leu Leu Ala Leu Gly Thr Trp Leu Leu 
165 170 175 

5 Ala Leu Leu Leu Thr Leu Pro Val Met Leu Ala Met Arg Leu Val Arg 
180 185 190 

Arg Gly Pro Lys Ser Leu Cys Leu Pro Ala Trp Gly Pro Arg Ala His 

195 200 205 

Arg Ala Tyr Leu Thr Leu Leu Phe Ala Thr Ser lie Ala Gly Pro Gly 
10 210 215 220 

Leu Leu lie Gly Leu Leu Tyr Ala Arg Leu Ala Arg Ala Tyr Arg Arg 
225 230 235 240 

Ser Gin Arg Ala Ser Phe Lys Arg Ala Arg Arg Pro Gly Ala Arg Ala 
245 250 255 

15 Leu Arg Leu Val Leu Gly lie Val Leu Leu Phe Trp Ala Cys Phe Leu 

260 265 270 

Pro Phe Trp Leu Trp Gin Leu Leu Ala Gin Tyr His Gin Ala Pro Leu 

275 280 285 

Ala Pro Arg Thr Ala Arg He Val Asn Tyr Leu Thr Thr Cys Leu Thr 
20 290 295 300 

Tyr Gly Asn Ser Cys Ala Asn Pro Phe Leu Tyr Thr Leu Leu Thr Arg 
305 310 315 320 

Asn Tyr Arg Asp His Leu Arg Gly Arg Val Arg Gly Pro Gly Ser Gly 
325 330 335 

25 Gly Gly Arg Gly Pro Val Pro Ser Leu Gin Pro Arg Ala Arg Phe Gin 

340 345 350 

Arg Cys Ser Gly Arg Ser Leu Ser Ser Cys Ser Pro Gin Pro Thr Asp 

355 360 365 

Ser Leu Val Leu Ala Pro Ala Ala Pro Ala Arg Pro Ala Pro Glu Gly 
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370 375 380 

Pro Arg Ala Pro Ala 
385 

5 <210> 5 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
10 <220> 

<223> Synthetic DNA oligomer S5-1 based on human SSTR cDNA 
<400> 5 

GGTCGACCAC CATGGAGCCC CTGTTCCC 28 

15 

<210> 6 
<2U> 26 
<212> DNA 

<213> Artificial Sequence 

20 

<220> 

<223> Synthetic DNA oligomer S5-2 based on human SSTR cDNA 



25 



<400> 6 

CCGTCGACAC TCTCACAGCT TGCTGG 
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